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X(ii^t't<7)T;v^;v*l>f@^) t< {i|si-X{i#^o/i2MT-S^$itLfc'i7 K 
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3 - y r ^ y 4 _ ^ . ^ ^^^^^ ,^ 

:e-:^y_4_^^;^^.^_,^,^^^ 2, 3-v':J-i^^Vl:f-?9-;y^^ 3^ 5_,;* 
vV^. 2, 6-v'^^ve^^S.y^, 2. 3-^:/^i^y-4- 
l> 3, 5->^:t^y-4-y^;i.e-?^^>V^^ 2 6->^ 
:^-^y-4_^^,l,^.^^,^,^^^ 2-y^;ue^^,>V^. 3-^^]l.e^9 
vVS. 4-y^;i.e^^,>V*. 2-^^;^e^9.:;y^^ 3-0.^;^^^^ 
vy^. 4-a.^;Hf^^.:^y^^ 2-^vyne;nf^^i/y^^ S-^yy- 
ni-;i.e^^^:.y^. 4 vyn e;.e^^.>V^. 2 - nrn 
:^^^V^. 3-'>^nynif;i,i,'^^.>V^. 4 -^>^ n rn ,>V^ 
. 4-v^nr^;l.e^^,:,V^. 2-i.^nyn.s->;^krne^9,:;y^ 3 
-i^^^ny'n..>;,l,-ne^^,:.y^^ 2, 2 -v'^^;^^^^ vV^. 3,^ 3 
~i^y^)\^\i^^p^^^ 2, 3-':^^^;i.tf^^^>V^, 2, 4-vy^;i.e 
-^^i^^^. 3, 4-i/y^;.^-^^,>V*, 3, 5-s;^5^;i.e^^,>V^. 
2, 6 vyf^;ni-^7i/y^^ 2-aif^;l.-4-p?^;Hf^^,>V^, 3 -JC 

3-^yyne;v-4-^^;V^^^,>V^. 2 - n e;.- 4 f^iw 

^ ^ "^"^ "^^^ <yy s> 2--^"^;i/— 4 
3 ^^vM^'^vj^ 2-'>l'oyn^^>:x.\;vi-4-^f.^f^^^yy 
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^-i^: 32/ 



4 -T-t^;H::'^7 v^y^, 4 -T-t-^;i/- 3 - v^' n-T^n/f tfn e^^y 

. 2-^ h^'>^^;Vkr^^S/y^^ 3 - h 2-t 
Knc^i/j:.^;i/tf^^^>V^. 3-t Kni|rva^^;l.tf^^vV*, .4-b Kn 
^vJ^-f-;H--^^c^V^. 2-11 Kn:^i.^^;i._4-^^;Hf^^o;yg^ 3 
-11 KO^>'^^;V-4-^^;i,t?^9yy^^ 2-^ hi^->p{^;l/-4-p{^ 
3 h:^'>^^;i/-4-y^;vtr^^v;y^^ 2-liKni^ 

vV^, 2-p< h^va^^;l'-4-^^;i^e^^>?y^, 3 h ^vJl•f-;^- 
4 •f-;!/^^^ v?y*, 2-:^^;WN*^^;Vlf^9^:^y^^ 3 -5&;WN'^^;Hf 
4-:*;V'^N'>:E>r;Ptf^7vV^. 2 -y 

^^Vy^^ 3-:*;WN*^^;v^^;utf^^^>V^, 4 -:^;wn'^^ 
-f;i^^-f-;ve^^vV^, 4-p{'f-;V5!;;W^^^;i/tf^>?^$^y^^ 2-v'p{^;l/ 

^> 2-:^;w\*^w';i'-4-^-f-;ve--«^vy*. 3 4 ^ 

A-ij)V/<i^y( 2-^•^;^>&;w^'■t^;^-4 
-p{-9^;ni*^^-:^y», 3-^^;i':^?;wt^^;v-4_p{^;utfyv^9-;;y^^ 4 
-y^}Vi3 ^ tf 7.>^y 2 - ;i'/sr^>f 4 - e 

^^-✓y^, 3-vp{^;^:^;w^*^^;I/-4-^^;^e✓s^9c;y^^ 4_c^^^ 

3-:^7;WN*-t^;v^^;i.-4-^^;i/tr^^>^y^. 4 
;ve^-7>^y^, 2-p«-?^;V:^;WN*^^;Vp(^;i,-4_p{^;Hf/N;9v?y^^ 3 
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#^2 0 0 3-1 152 04 



^^7^^^^. 3-:^;w-K^->e^^,:,y^^ 2-p<hi^^v,!;;Wlfi^vlf^^i;y 
. 3-*;i..1^^v^^;i.e-.^vV«. 4 -*;W-Ki^vy vV^. 2 

. 4-a.^:^c.:^;^;K^,^^^,^^^^-,^^^^ 2 4 
-^7'>V^. 3-:^;i.;}f^v-4-^^;i.,^'^^,>V&. 2 

^^v;<,;wi.-;^^5=-;^-4-.e^;^tf^^,;.V^^ 
2 -a. ^ V :^ 4 _ ^ kr^7 3 -a. ^ ^ 

>^f-;vr^yy^;i.e-.^>^y^. 3-'>'y^;i.T^yy^;i.tf^^,>V^^ 2 

^l^^^^i^y^^ 2-^^jVT^ya.^;Uld^^Z;y^^ 3_^^,^^.^^^ 
^^^^^i^ym. 4-^^;UT^y^^;V^-^^,^y^^ 2 -^^^.c^;^^ ^ y^ 
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: 34/ 



3 -^■^;i/T5 y ^^;i/-4 -^^;nfv^9>?y^^ 2-vy^;vr 
^ y ^ 4 _ ^ ,>V 3 - 5=-;VT ^ y 4 - p< 

e^7vV^. 2-r^yaL^;i.-4-y^;Hf^7vV&. 3_-7^^y^^;i, 
-4-y^;i/tf^^:/y^, 2-p{^;i/T^ yj^^;^-4-y^;l/e^^vV^ 
. 3-^-^;UT^yjif-;v-4-y-f-;Hi-^^->V^, 2 -v'y ^;UT^ yjn^ 
;V_ 4 _ ^ 9 vV 3 - V y f^;V'T ^ y 4 - y f-;Hf 

4-y^>;^;Wi.::i;l.e^7S;yS^ 4 -T 5 y v^y ^ 

. 4- (T-fe*^v?>-l-^;W) tf^^vV^^ 4-kfn»J vVe-^^>?y^^ 
4-e^V v^y If^^vV^, 2 - ^ ij y 3-y 

■f-;i/-=e;i/.-^i; y^. 2 3 -j:.^;!/^;^.-^ ij y^, 2--x 
i:^n7'D/N->;^tfn-:e;u.i.i;y^, 3 -->i^n"/n/>?>xen^;v,i.ij y^^ 2 
, 2->^y-^;v^;i/,ixi; y^^ 3, 3 ->^y v y 2-bKn:^v 
yf-;v-t;v?^Vy*. 3 - 1: Kn^v-y 2-yb^vy^;v 
•t;i/>j^Vy*. 3-y h^vy-9^;V<t;i/.i.i; 2-11 Kni^vJi^;!/^;!^.^, 

Vy^. 3-li Kn:^S.ji^;i.^;V;j,i;y^^ 2 - y h ^ va:.^;l.^;U5js i; y ^ 
. 3-y 2 ;i'>=e;v^i; y S-?!;;^ 

/N*«=e-r;v-t;v^i; yS, 2 -y ■f-;i^:^;wsfqE^;i/^;v.ix >; y*. 3-y-^;V5:/;v 
^N^«=e'f;i/-:e;i'Jhi;y^, 2 -i^y 3_,;/^^^i, 

'^e'f ;i/y'f-;v^;i..-^»;y^^ 2 -y f-;i/7&;wsf^>f ;vy -f-;!^^;!.,^!; 3_ 
y :^ ;i//N'-^ ;i/ y f-;!.^ ;v tJ. i; y 2 - v y t!? ;v y 

'i^Vy*, 3-v^y-^Jl/:^;W%'-t^;uy^;i/^;i/.i^i;y^^ 2 -?!;;W-?>t^ ;i'jn 

y y 3 - ^ )VJL^)V^)Viis i; y 2 - y 
>f ;vj^-^;u>:e;vs^ y 3 - y ;P/t^>r i; y 2 - 

y f-;v;^;i.ysr-:e^ 1; y^, 3 - ^y ^;i.?!;;wt^^ 
'i^Vy^x 2-iJ}V:^:^i/^)\,ii,^) 3 - * ;W.-K^->^;1.^ i; y 2-y 

h ^ y 3 - y ^ 4r v ;v^-;i/-^;v>js 1; y 2 - 5& 
;i'>^*^'>y^;v^;i.;^i;y^^ 3 -*;v.>K:^v.y 1; y 2-yh^ 
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^-i^: 35/ 



> 2-ib^v*;V:^e— ;vy-^;u-t;w.-^i;y^^ 3 - j:- h ^ v7!7;i/j^*^;i/y 
•t;i/'i^uy^. 2 -T A y 3 -T^ y y ^;i'-=e;v.i^i; y^ 
, 2 -y^^i^T^ y y^;v^;v5j^'; y^. 3 -y ^;vr ^ y y y^ 

> 2-^<?y^;i/T5 y y^;i/^;uj^'jy^, 3 -v^y ^;vT5 y 

y^> 2-T^yji^;v*;vjj^'jy^> 3 -r^ y ji^;v-=e;i'j^v y*. 2-y 

^;l/T5 ya:.-f-;^-t;i/.i^i; y*, 3 -y ^;l^T5 y JC.^;i/^;V;J^ij yg^ 2--^ 

y^;^T^yJ^5^;^^;^J^';y^^ 3 -yy f-;i/T^ yj^-?-;v^;i's^'; y*. 

y^, 3-:^^V^t^)V^V 1, 1 -e^:t^V-^:t-^;V5^U 

y^. 2-y^;v-f-:t^;i/.i^i; y^, 3-:^^}i^^^^)]y^^V ^m. 2-a^^;v 
yS^ 3 y^^ 2 -v^^nT^n/i^y^tTn^ 
t^JV^V 3-v:5^^'/^/^•>;;^tf^^:t•=e;^;^'; y^, 2, 2->^yf^ 
;v-^:t-=e;i's^'; y^> 3, 3 -i^y ^;i/^:e->^;vs^'; y^, 2-iiKn:^vy^ 
y^, 3 -i^ Kn^vy y^. 2-yh^->y 

ym. 3 -y h^vy y*. 2-iiKniirv 

y^^ 3 -n Kn^'>ji^;i/^:t-^;i/.ixi; y^^ 2-yh^ 
->i^;i/^:t'=e;i'.-^v yS^ 3 -y y^^ 2-*;w^' 

"=e-r y^^ 3 yg, 2-y^;i'?:7;v 

/^•=E^;i/f=-:r-*;vj^V y&. 3 -y •^;v*;w^'=&-f y^^ 
y^;v:*;w^-t^;v^;^-^;vjj>i; y^^ 3 - vy ^;^:*;w^*^-f 
y^> 2 -:^;w^'•^^;^y•f-;^^::}■^;^5i>|; y^^ 3 -jf;;^^^^^ ^i,;^^^^^^ 
•=e;v>}^i; y^^ 2 -y ^;i':*;u/-^^-f ;i/y y^^ 3-y-5^;i/5!7 

;i//N*-=e-f ;vy y^, 2 -vy ^;^:^;w^*•=e^;^y ^;V/f^:t"=e;v 

'i^Uy*. 3 ->^y^;i/:*;i/>'-?-t^;i'y^;i/^:t^;V'*'; y||> 2 - ;W'f<:e 

y^^ 3 -:*;W^^^ i; y 2-y 

•=e;i'^vy*. 2 -v^y-^;i':*;v/^^^;vjif-;i/«f-:t^;i'j^i; yife, 3-v^y-^ 

2 -*;i'>}?^'>^^^;v^i; y^, 3 



tiifflE# 2004-3045104 




#M2 0 0 3-1 15204 



2- ><^;i.T^yp*^;u^:^-.e;v.i.uy^, 3 _^ , ^ ^ ^^^^^^ 

3- :^-^y^^^„Kntfv^i.>_l_^;^^^ 6 K 

f^;^^^^l.Knev^v':.-l-^;i.^^ 3 -li Knc^>>^^;^^^H^t 
^^m. 5-t Kn^-.pc^;i,^:^^^tKnt?';ri^>-l_^;u^^ 

.^;i.^^^i,Kne.;^v'>-l-^;^^^ 6 Kn e,; 

3-y^;i.:^7;i./N'^^;i.^c^^^t Knkfi;r>^>-l-^;v^^ 
-^^•9-i.Knev^i;>-l-^;v^^ 6-^^;U5t;;wsf^^;i,^^^l,Kne 
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^•9- H K n 1; > - 1 _ ^ 3 - * jK.^ I, K n tf ^ v' - 

^ v-.^-9- K n If r > _ 1 _ ^ 6 _ ^ .^^^^.^ -9- 1 K n if r 
^^^-^-l-^ 2--n )Vif.^ V ^ li Kn e >; ^^v' > - 1 _ ^ 

. 3-:*;w-Kc^v^^;i.^:^H^,.|.ne';^v'>-il_^;v^^ 4-7!;;i..ieii.i. 

--r;!^^, 3-;< h^rv;^7;l/.1f^v^:^-9-HKne»;j5ri;>_i_^;l,^^ 4_ 
^h:^v:^;wif:^v^:^^l.Kneu^i.>-l-^;^^^ 5 - ^ h i.^* 
^v-.:^'9-liKnevr^>*>_l_^;^^^ 6-^h:^v7^;wif^v-.:^^tK 
n e >; ^ V > - 1 _ ^ 2 - ^ h V - p< n Kn e V jjr 

1 --f^l^S. 3-^ Kne i; r>?>_ i 

- >r 4 h ^ V ;i.;K-;i. ^ K n If' ; iS^^^ > - 1 - ^ 

Y^-yi, ^;i.-.^-9- K n e ;y - i - ^ 3 - ^ h v ^ 
^;^^^^t: Kn 1^-.; i 4 hi^v^^;v^i^4^v, Knif 

U 1 -.f 5 Kn eu ^i^^- 1 

1 Kn e ^ > - 1 - ^ 3 - r ^ y 3.^;^^^^ Kn e V ^ 
i^>-l-^;v», 4-T^yji^;V^:^H?-t Knifi;ijr^:/^_l_^;i,^^ 5 
- r ^ y t: Kn e V ^v* > - 1 _ ^ 6 - T 5 y ^^;V^^-9- 

Kn tf 1 ->r;^^. 2 -y ^;i.T \ J Knif V ^J^v 

1 3 , ^ j^^^^^^^^ j^,^^.^^ 1 ->f 

. 4-y^;i.T^y^^;i.^^^i.Knif.;^S^>-l_^;i,^^ 5-y^;VT 
^y^^;i.^^^^Knifu^,;;^^l_^,j,^^ 6 -y ^;^T^ 
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^ b K o e i; ^ > - 1 - ^ 3 - r ^ y ^ I, K n e ^ V* > - 

^ T ^ y K n If ,; ^,>' > _ 1 _ ^ 6 - ^ T y 

Kn tf; iJ^i?:/- i 4 , y ^^fj^^^;.^^ 

^;i.T^ Kn tf V 1 -^j^^^ 3 ->^^^;ur ^ yo. 

Kn If 1; ^v'>^_ 1 5 , ^^^^j^^^^^ j^^^.^^ 

^^-^-tKnev^v'^-l-^;!,^^ 2-:fit^y^i^^l,Knif.;^S^> 

^•9-11 Kn ei; ^ 1 ->f 6 -:e-i^y^:^4M, Ko tfi; ^ 1 _ 
'f;^^. 2-.?^;i.^:^.^tKntfiM5^>_l_^;^^^ 3.^^,^^^^^^ 
Kne.; ^ 1-4 jvm. 4 Kn tfy - v^^- 1 -.r;^^ 

. 4-^^;V^^^l,Knif.;5>^>-l-^;i.^^ 2, 2 
Knfer.;^^:;:/-l_^;i,^^ 4^ 4 -i^pc^;^^i^^^l, Kn ifi; 5 1 _ 

5. 5-^:^p^^;v^^^^i,Knifi;->'>_l_^;^^^ 6^ 
^;i.^^^tKnb'y-^:.-l_^;^^^ 2 - 1 Kni^^>^^;p^^^^ Kn 
^ 1 Kn^'>^f^;v^vi^Hj-i. Kni^t; ^'y>-i_ 
-f^v^. 5-iiKn^v^^;v^:^^i,Knifi;^-^>-l_^;i.^ 6_^.^, 
n^5.pc^;w^^^i. Knei; ^ ^z:.- 1 2 -^;u.i.i^v^i^-9-i. K 

n ^ s^:^- 1 4 p^^^.,^ ^ ^ 

5-;^;w-K:^v^:^H^i,Knev^>^>'-l-^;i.S. 6-^;U^^Z.^^ 
f-k Knif 1; ^ 5^^- 1 ->r;i.^, 2 -*;wsr^ j,^^,.,^ . 



ttiiiE#2 004-3045104 




#02 0 0 3-. 1 1 5 2 0 4 ^^.j 

>r 1. Kn e ^ > - 1 - ^ 5 _ ^ ^ K n 

2-^^;^:^;^^^'^^;^^^^l. j,ntf.;^i^>-l_^;i,^^ 3-^^;i. 

^^^^-^-^-^ 6 - ^ ^ Kn e v ^ > - i - 

--(Ji'm. 2-^ Knif u ^ 1 ->f 

^^^;v^^^„Knif,;^.:.^_l_^;^^^ 3 _^ ^ ^^^^ ^^^^^^^ 

Kn if.; . 1 2 -r ^ y j^^ji.^^^^, Kn vf 

2-^5^;i.T^y^-5=-;i.-s^-9-l: Kn t: .; ^ ^:;>._ j 
3 - ^ ^;^T ^ y K n e .; ^ 5; ^ l _ ^ 4 _ ^ ^^j,^ 
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^- y : 



T ^ y K n e >; ^ - 1 - >f 5 - v' ^ T ^ y 

^^I'-v^-^- K n e V 5 V' - 1 - .r 6 - v^^ r ^ y ,^ 

l:'-<7vV^. 7-:*-:^y.i.^tr^7^:;y^^ 2 -^^y- 4 
"7>^y^, 3-^^y-4-^^;V?h^tf^^vV^, 5_:e-it^y_4_^^;^ 
.i^^lf-^^yy^, 6-:^-^y-4-^f-;wi.^br-^7V'V^. 7_^^y_4 
-;^f-;Wi.^lf^9vV«. 2, 3-v:^-^y.i.^l^'^^^:^y^. 2, 7-v':t 

^y.i.^ii'-^^vv*. 3, 5-v:t^y.-}.^e-?9^:^y^. 3, 

Z^:^^V-4-y^)V:t^:^}£^^i^y^^ 3, 5 - v*:fi^y- 4 -^^;Wi.^bf 
^9vV^. 3, 7-i;^^y-4-^^)],^.^i£^^i;y^^ 2-^^;P.i.^ 
tf^7i^/^, 3-^«9^;i/;}.^tf^7i;/^^ 4-^^;W.i.^e^^-:/y^^ 5 

^i^^m. 2-J^^;V.i.^tf^9 5.V*. 3-i^;i/.i.^tf^^^:/y^^ 4 

7-ai^;i/.i.^tf^9^:^yg|^ 4-v^'nyne;i/.i.^e^9^:;/^^ 2 

\£ut^^\£^yi^y^^ 7-v^^ny'n^N'>'>^ifn.i.^e^9vV^, 2-vi^ 
n7'n/N'>;^en-4-pt^;i..i.^e-?^S?y^. 3 U':ru,^>X}£u- 
4-y^;}.4^^l£^^Py^^ 5-i^i^n':fn/N->^tfn_4_^^;^;j,^l,.^ 

7>^y3l, 6-->iJ'n-/n/N->';^en-4-^^;i/.i.^lf^^vfy^, 
n7'nyN->;^lfD-4-^^;w-},^lf-^7>^y^, 2 - n^^n/N'^;^ Ifn- 
4-^^;i.-3-:t-^y.i.^e-<9i,V^^ 2_5.^nyn/>fv;^tfn-4-p{ 
5 - 4r y tf-? ^ vV 2 - n y n/N' If n - 4 - p{ 
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^-v^: 41/ 



^ vV 3 - V a yn/N->;;?> tf n - 4 - 7 - V jJ^^ 

7 5-v'^'n7'nyN->;^en-4-p«^;i/-2 - ^r^VjJ^^l^^^S^y 

5-->:5'n-/n/N':/;^en-4-^^;v-3-::j-^V'i^^tf^7':^y*. 5 
-vi^n7'n/N°>;^ifn- 4 7 -:f^y ;^-=etf^9>^V^, 6 -vi? 

n7'n/N*>y?.en-4 2 -:j-^y jJ^^lf^^ vV*, 6 -i^^'nyn 

en - 4 - p« ^;v- 3 - ^^-^ v if ^7 vV e-i^^wfu/^-^T. 
tfn-4-^^;v- 5 -:^^VJ^'=ee^'7 vV^, 6 -'>'^u':fu/^>:^}£u- 
4 - 7 -:^^VJ^^tr-^^ vV^, 7 -v^ n-7'n/\'>'>^ tin - 4 

•^;v-2-:a-^yj^^kr^^vV^^ 7-v^^-/^/^•>xtf^-4-p{^;^- 
3-:t^V5^>=etr^9i^y*. 7-v^^nyn/N*>';;;kfn-4-p<^;v-5-jr 
^ysj^-ttf/^^-yy^x 2, 2--:^p«-^;i/.i^«^tf^^v^yS> 3. 3-v^^;i' 
.i^-tlf^^vV*. 5, 5-v^f^;Vj^^li°^^vV^, 6, 6-v^^;Vj}^^ 

tf^7v^yS> 7, 7-v^^^;V'i^^ii"^7vV*. 2, 3-v^^^;vj^^e^ 
3, 5-v^;>{^;vj^^fer--^9 vy^. 3, 4, 5 - > if^^ 
^7>^y^x 5-t: Kn^v^-f-;v.^^tf^^>?y^^ 6 -t Knilrvp{^;V5^ 



•=ee^^vy^. 7-^ h^v^f ■^;V'.i^-tii^^ vV*, 2 b ^vp? •f•;^- 
4 -pt ^;vs^<=e tf^^v^y^^ 3-;^ h^vp«-f-;v-4-p«-^;v>f?^tr^^i^y 
5-^ h^'>^^;v-4-p«^;v;h^e^-7vV«. 6-;»< ^^v;»{•?^;^- 
4-p{•f•;^'•^•=etf^9>?yS, 7-p< h^v^.-^;v-4-^^;v.i^^vf^7>>V 




;u-4- 



yv^y^. 5-11 K^^->p{f^;^-4- 
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^-'J : 42/ 



;v.-^-ttf^^v^y^, 6 -li Kn:^>'i^;i.-4-^^;l/j^«=Et:^9vVS. 7 
- 1 Kn^va:.^;^- 4 vV^. 2-^ h ^ vJn^;U;^^tf 

^vvy^. 7 h^vJ^-^;vj^^e^7>^y*. 2-p( b^v^^;v-4 - 
^•f-;v.i^'=Etf^^ vV^, 3-^ h^vJif-;i'-4-^^;vs^^tf^^vV^, 
5-;^ h^vJ^^;v-4 — p{f•;^5^'tt^^•9>^/||^ 6— p< bi|r->a^^;i/- 4 - 

2 -:^;w/-?^'f ;vj^^t:^9 vy^^ 3 -:^;WN'-t-Y v^7^. 4- 

^■^vy*. 5 -y f-;V':^^;v/^'^^;V'>}^-ttf^^vyS^ e -^^}\^'^ jv^^^H 
;vj^-te^7>^y^. 7-p<^;v*;i^/^*>f;i/;^'=ee^7>^y*. 2-^^;^?:; 

6 -^^;i/:^;v/^^-f 4 ■^;i'^^bf^'7>^y^. 7 f-;v:^7;i^/^^^ 
4 - ^ tf^^ 2 - V ^ ;i//N*<t tf ^7 v y ^ 
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^-v': 43/ 



;V - 4 - ^ ^ ;v .-f, e ^ ^ ->V 5 - V ^ ^ ;v 55; ;l' y ^ ;v - 4 - ^ ^ .-^ ^ 
e^^v^y^^ 6-v^-^;v*;V'/N'^>r;i'-4-pt^;i/.i^*e/^7>?y^, 7- 

V ^ ;i/ :^ ;l/ / N'-t >f - 4 - ^ ^ ^ tf ^ 7 / S^ 2 - ;i' .-K v ,i> ^ e^v? 
^v^y^. 3-:^;;w."K^v>f:-te^9vV*, 5 -;^;i^.-K^->.i^^ii/s:^ 

^ 6 -:^;i/jK^v.i^«tif^9->V^, 7 vV^. 2-:)& 
;VJie^v-4-p<^;V'sh-=ei:f^^vV^, 3-Jj)l^^^i^- 4-;^^)]yyi^^\£^ 
9v^y^. 5-*;WsK^v-4-^-f-;i/.-^^lf^^>?y^^ 6 -5&;i'jKit- v- 4 
-p«^;v>^-ttf^^>fy^, 7-:^;vjK^v-4-y^;i'5}^^tr^9yy^, 2 

. 4-:^;^.-^*^v^^;^.i^^k^/^?7>r/^^ 5-:^7;vjK^v^^;i'.i^^tf^v?^>^ 
6 7-*;V;K^v;»<^;v.-ix^if/>? 
^v^y^, 2 -:*;V5K^~>y 4 -y-^;i'xi>^t:^^>fy^^ 3-5&;i/j}e:^ 
vy 4 - y f^;i'sh<t tf^7 5-5!; ;i'.iei|r v y ^Ji^- 4-^^ 
•ttf^^'^^y*^ 6-:^7;i'.i?^vy^;i^-4-yf^;v.i^^tf-^9i;y^, 7-5(7 
;v>K+->^^;i/-4-y-^;vs^^e^vvVS, 2-y h ^'>55;;v.ie-;vy 

;l.,"K^;l/y tf^^ vV 2 - p< h ^ V5!7;v.i?-;vy 4 - ^ 

^^^if^^i^y 3 - ^. h ^ V y 4 - y ^ vV 
5-y h^->:^7;i/#::i;vy^;i^-4_y^;v,^cetfyv?y.:;y^^ B-^h^ 

V ^ 4 - ^ ^;u.i^':e 9 7 - y h ^ v 55; ;v y 
^;^_4_p{^;v;j,^i.-^^c;y^^ 2-a^h^v5!;;i/;K^;i/y^;v.'^«=Etf^7 
^:^y*. 3-Jih^v:^;;i-jK^;i/p{f^;v.i^^t:^^^:^V^, 4 -o- h ^i/55;;^.i? 
-;l/^f-;l/.i.-:&tf^^yyS. 5-^ h#v;^;;V.-K^;vy^;V;j,^tf^^e;y^ 
, 6-Jih^v:^;i/sK-;i'^^;Vj}^^t?/v?^c^y^^ 7 -a:, b ^'>?5;;l/.ie;:^;i/p( 



miEi^ 2004-3045104 




#02 0 0 3- 1 1 5 2 0 4 ^^v'- 

i^y^. 5-*;WN*^^;w^^;v_4_^^,i,^^^^,.^^,^^^^ 6-p|;;wsrce 
>r;i.^^;i.-4-^^;wi.^e^^.;.y^^ 7 -*;w.^^ 4 

4-^^;wi.^e-.^>;y^, 5 -p<^;i.:^;Wsr^^;u-_4 

4 - ^ If-^^ vV 3 - v'^ ^jv * ^ 4 - ^ 

5-$/^f-;i.:<r;py>f^^;i,^^;^_4_^^^^^^^^.^^,^^ 

2-T^y^^;l.-4-^^;Ki,^e^9,;;y^^ 3-T5y.^^;^-4 
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#^2 0 0 3- 1 1 5 2 0 4 

^ tf^ 9 y y ^, 3 - ^ ? y ^ 4 - „ e ^9 
S, 5-^*.Pr5yy,^;i.-4-^^,^**i;^9j.y^, 6-^f^;vr5y 
^^,p-4_;,^,^.^,j;^y,^^^^ 7-^,^;v-T5y^9^;^-4-y^;l.* 

->-^ ^;i.T 5 y ^ *;P**v;^, 6 - J^^ ^;i.r 5 y ^ 

^l^'^^v'yS, 5-i^y^;^T5yy^;^-4-^^A-**e-^9i>y«, 6 
-y^^;^T5yy^;^_4-^^;^**^^^9y^3g^ 7-j;^^;v7Sy^ 
^;^-4_^^;^^^^;^^.^^J^^ 2 -T 5 ya.^;l.**e^9y^^^ 3- 

^;i-**tf^9yy», 2-75y^f^;u-4-^^;K-),*e^9yy«r3- 
r 5 y 4 - ^.V,** 1.^5 j;^ 5 _ ^ 5 ^ ^ _ ^ ^^^^ 

*if'<9yyj6, 6-rsy^^;i-4-y^;i.*:Ee^9yy«, 7-r?y 
:cf^A.-4_^^;p^^j.^^y^jg^ 2-y^;^T?y^^,^**e-.9-^^ 

3-.<f^;i.r5y^5=-;P**i^^9yyas, 4-^^;PT5yaif^;l.*,e 
'^^yy*, 5-yf^;i.T?yaLf-;v-*«tf^9-;;y^^ 6_^^;^^-^_^^ 

^W+,lf-«9-:^y36, 7-^9^;i-T5y:^^;w+*f^9-;.V«, 2->i^;,.r 
?ya.^;v-4-yf^;i-**e-t,i;y«, 3 -^f^;i,r 5 y^f^^w- 4 -^^ 
.W**e^9-yyaS. 5-y^;WT5y^^;P-4->^;u*,l.^5y^^ 
6-^f^;vr5yx^;P-4-x^;p*,e^9j,^^^ 7-y^;Pr?yx^ 
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#M2 0 0 3~ 1 1 5 2 0 4 ^^.j: 

e^^vV^. 6-v'y5-;i.T5yji^;i.-4-^5^;i.4^cee^^,:^y^^ 7_ 

•b*f-v'>-3, 2' -1' -^^jVT^^i^>} Xl^n [if^,; 

^:^>-4, 2' -1' -^^;i.T-lf^v'>] -l->r;i.^, ;^fern [e^.;^'^ 
-2, 3' -1' -p(^;i.T-tf^v^>'] Xtfn [lf^Vv>-2 

• -1' -^^;i.TWv'>'] -4-'f;i.^, x\£u [^)U^.v>-3, 3' - 
[0 0 6 6] 

P^^;i'T-fe*"^>^>'-l-^;i.^^ 3-^^;i.T-fe'5-y>-l_>f;V^^ 2 2- 
2, 2-i^:^^)V-3~i;:^^)VT^Jr^^V>~l-^,vm. 2-}^Vu^ 

2-V:^^)\,i,}Vj^^>{)\,r^f-i?v-\-y{)\.^^ i^ni; 
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#M2 0 0 3- 1 1 5 2 0 4 -?--v?: 

envvvg^ Z-^^)V\£u^)i;y^^ 2, 2 -i; ^^)V}£u^) V y 3, 

v^^;i.VfDUvV^. 2-^h^v.^^;i.tfn.;v;/^^ 3 h ^'>^ 

vVS, 2-':^p^^;^:^;;w^'^.r;^lf^1;^:;y^^ 2 ^ ^y-^ v'>- 
i-^^i-^. 4-:t^y>r^^^yi;i;:.-i-^;i,^^ 3 -^^;v-2 -:j-i^v 
^ ^ ^V^) 1 3 -pf 4 -rj-^y^ ^ ^>/.; v''/- 1 

>'i^*. 2-^^;i.e^y.;y>-l-.r;i,^^ 3 -:|-^y if 5.-^- 1 _^ 
3. 5-v':^-^ye9:/.;v'>-i-^;i.^, e^VvV^. 2-:f^y 
H'-^UvV^, 3-:e-^ye-?i;i^y^, 4 -:^:^y if^i; 2-t:Kn 

^^ye-?vvv^, 2-p{ h^v>r^ye-tv^^ys. 3-^ h^^-z^^y tr 

4-^ h:^i.^5ye^,;,>V^. 2 V vV^. 3- 
^^;i.e^.;i;y^, 4 i^V*. 2, 2 - ^^y^ 
. 3, 3-v^^;nf^i;:^y^^ 4^ 4 -'>'p{^;ue^.; ^:;y^^ 2-fcKn 
^v^^;H.-^UvV^. 2-:*;w^'^^';^t^^,;,>V^. 2 -^^;V7!;;wscce 
>r;i.b?-?T;,yy^^ 2-':^p{5-;i.:*;wsf^.r;i'e^i;$^y*, 2-^;i.%'c^v^ 

2-^h^v^^;i.e-.,;,yy^^ 2 - T ^ y ^ 

Vi^ym. 2-r^yjL^ji.e-<vi^ym. 2-:^^)vr<j:^^)v\£^y)z;y 

2-V:^^)Vr^yaL^)V\£^^)VJm. 2 -^^v - A - y^.x^y^^^ i; 
y|S. 3-:f^y-4-p<'f-;i.lf^^vV*. 2, Z -V^^v - - 
-<^vVS. 3, 5-v:f^y-4-p{^;Vtf^yi;y^^ 2, ^-Vi^^v- 

4-^yyntf;l.e-?y>^y^, 2. 4 - ^;i,e^9 5;y^^ 3^ 4_,;,/^ 
^;Hf-<95^y^, 2-^^;i.-4-y^;^-lf^^i.VS. 3-aL^;^-4- 
y^;i.tf-?7>^y^. 2-^yy^ne;i.-4-y^;Hf^^.>V^. S—fy^ 
n 4 - y ii'-? 9 ^ y 2 - v i> n y n tf 4 - ^ e-<y >ry 
3-v^'nyne;V-4-p(^;Vtf^7^^y^. 3, 4, 5-hi;yf^;i.e 
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#M2 0 0 3^1 1 5 2 0 4 ^^.^ 

^yi^'ym. 2, 2, 4-hv^^;nf^7^:^ys. 3, 3, 4-h.;pc^;^e 

3, 3, 4~hV ^^)^^-~5-:t^V}£^^^yy^^ 2 2 4- 
yy^^V~3-^^Vl.'^^^yy^^ 2-v^nyn..^;,Vfn-4-'^^;U 
^-<yz/ym. 3-v^nrny>f>;^en-4-^^;Hf^9^>V^ 

;^lio-4-^^;^-5-:^-^ve^9vV^, 4 - T-t5^;i.- 3 - v ^ n T^n 
/N'>;^lfne-.^vV^. 2-bKn^vp^^;^-4-^f-;Hf^^,>V^. 3 

;^l.--<9vV*. 3-^h:^^>PC^;i,-4_^^,^tf^^,^^^^ 2-1. Kn:^ 
4 - ^ e ^9 3 - 1 Kn ^ 4 - ^ 

4-^^;Hf^^,>V«. 2-:^;;wsr^^;u-4_^^;^e^^,^^^^ 
^;V*;W.^^;i,-4-^^;ve^^,:;^^^ 3-^^;i.^;W.^^;t.l4_^ 

4-^^;i.^;wt.e^;i.e-^9^:;y^. 2-i/.c^;^5:,;^,,^^;^^^,^_4l 
2-:^;v.if^v-4-^^;i.l.»^9.>V*. 2 4 _^ 

3-.^h:^5.:^;;w-K^;^^^;i,_4_^^,i,^.^_,^,^^^ 2-a.b^v*;wif 
^;i..c^;W-4_^^,^e-.^e;y^, 3-^h^^>:*;Wi.^^;i,^^;^_4_^ 

2-r^yy^;^-4-^^;^lf^^,yy^^ 2-^^;^T 
^y^^;.-4-^^;.i.-^^<:.^^^ 2-i.^^;ur^y^^;,.-4-^f^;v 
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2-a.^;v^;i,.^,;y^^ 3 2-v^^y^.^•>Xlf^ 
^^Vym. 3, 3-ypc^;v*;i.,-j,,;y^^ 3 - Kn^^ f-;p.e;l..i. v y ^ 

^ :^ ;WN'^ ^ i; y 3 _ ^ ;^,sr^ ^ ;V-x^;^^;l..^ y ^ 

. 3-^^;i.:*;WN'^^;va.^;i,.e;w-}.Vy*. 3 -i.^ ^ ^juij jw^^e^ Jl^a,^ 
;i'^;>.i.9y^. 3-y y^, 3_y 

;i^.^^;i.^;w-}..;y^, 3 -a. 3_^, 
yp^^;i.^;wi..;y^. 3 -.c^;ur ^ y y y^, 3-i^y^;vT 

3 -r ^ ya.^;v.^;wi. V 3_^^;i.^.^^ 
3-v.^^;i.T^ya:^;v^;w-^.;y^, y ^ 

> 3-:f:^y^:t-^;P;},,;y^^ 1^ 1 -5^:^^ V^^^;K1. y 2-y^ 
;^^^^;i.:^..;y^, 3 -.^ y^^ 2-a.^;i.-^^^;^.-^,;^ 

3-^^;v^:t^;i.>J.Vy^. 2-v^nyn^N->;^en^;t-^;i,;j,,;y3fe 
. 3-v^^y^.^•>;,^fo^:^-^;^;^,Vy^. 2, 2 ->^y 

3, 3-i?y^;i.^:^-.6;w-j.i;y^, 3 -li Kni^^>y ^;i.^^.e;^,^ V 
3-^ h^v^f^;V^:j-.e;i.,i..;y^, 3 -l: Kni^va.^;^-^;^-^;!,;^, 

3-y h^-/JC5-;i.^:^^;V,.^,;y^^ 3 - ;Wn'^^ 
3-;.^^;i.;^;i..sr^^;V^^^;^,^,;^^^ 3 -'>V 

3-:^jw<i^^;i.^^jU^:^^j^^^,jy^^ 3-p^f^;i.^;i..sf 
^-f vym. 3 - ;i,y 

3-:^;;W.^^;i.^^;V^^^;^,^,;^^^ 3 -pc ^;U;^;Wsf.e^ 
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^ If'; irz;>- 1 6 -:J-^y-s^-9-li Kn k: i; i -^ji. 

2, 3-v^-^;i^^^-9-t Kntf';^>?>-l-^;v^^ 3_l.pni^v^ 

1 -yf 6 -li Kn^'>^^;uy\i^r^j-ii pntf i; Vi/y- 1 - 

'f^V'*. 2-:^;WN*<:E^;i.^:^4Mi Koifij^v^-i-^;!.^, 2-^f^;V* 

+•9-11 Knei; ^i^:.- i -.r;v^, 2 -^^y^Sf^^i^ Kn^i; ^ i _ 

. 3-^^;i.-.^-9-l:Knei;^v^>'_l_^;i,^^ 3 -*;w^f^^;v^ij.H^t: 
Kne»; 5 v>- 1 ~^ 3 -;>{-^;V:?5;;i'>'^^>f ;i/^iJr-9-li Knkfu $ 
- 1 - >f 3->^^^;i/;«;;WN*^W';v^^-9-ii Kn^'; ^ - i 
. 2-:t^y-4-p(^;wi.^if.^9vV*. 3-:t^y-4-^^;i.,i.^e^ 
y->V^, 5-:i-^v-4-p«"5^;i/.i^<ttr^^^>V^, e 4 

I. 2, 7-v:e-:^V,i>^e^^S^yS. 3, S-v^t^V^js 
3, 7-v?;^-drV.i.«te-^^vV^, 2, 3-v:t^y-4- 
p<^;i.;i.^lf-?vvVS> 2, 7-i^:t-:^y-4-^^;W.1.^tr^7>ry^^ 3 
, 5->^:^^y-4-^^;Wix^tr^7^:^y^^ 3^ 7 -<:^^i^y _ 4 _^ ^^l, 

. 4-vi^nyne;vjj.^tf^^vV^, 2 - v'i^n:^n/>f>'Xli'n.is^t:'--j7 

yn/N->xtfnsjx^f^^<9S^y^^ 2. 4-v*^-5^;v.lx^b'^^vV^, 3, 4 
-v'^^^u.-j^-tlf^^vV^, 3, 4, 5-h';p<^;i's}.^kf^9vVS. 2- 
K n dp V p< 4 - p{ tf ^ 7 vV 7 - 1 K n ^> ^ 4 _ 

^^;v;fc^e^^i?y^, 2-^ K^v^^;V-4-^-?^;i/,i.^kf/N?^5/y^^ 
3-p{ h^i-p?f^;i/-4-^^;V;}.^tf-^7>^V^, 5-^ hd^v^^;v_4_ 
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^-v: 51/ 



, 2-^ h^va^-?=-;V-4-P«^;V'i^^t?^7i^y*^ 3 - p« h ^ v 4 
-;^^;i'J^*tf^^vV^, 5-p{ b^vJ:-^;V-4-p{^;V:t:^t?^9v^y^ 
^ 6 h^vJ^f-;V'- 4 -p^^;V'i^-=ttf^v v^'*. 7-^h^v^^;^-4 

- f - ;i' ^ t?^ 7 V y 2 - 5!7 ;v/N*^ ^ ;i' - 4 - ^ ^ t?^ 7 V y 
7-7!7;v/^^'f;v-4--?<f-;v.i^^e^^>^y*, 2 -->if-;v:^7;w^^>r;i'- 4 

- ^ "^;V5h-=e If ^7 i^y 1 ;^>'^*^'^ 4 - kf^^ v 

^^e^^v^y^, 2 -:^;V5K^vjf?^kr^7vV*. 7 - ^^^V^K^ V'i^^ tf^ 
9>^>'ll> 2-*;^sK^'>-4-;>{^;^*^li•^7v/^^ 7-*;V'K^'>-4 
-^^;V5^^t:^7>^/*x 2 -*;v:K^'>;'<^;v-4-^^;V'i^^if^9 
7-:?57;WjK^vp«^;V-4-^^;i->i^^tr^^vV^. [l, 4] 

[0 0 6 7] 

T-lf^v'V- 1 3-vp<^;i'T^ ^'T-fe'^v^- 1 -^>'V^^ 2, 
2-v^^^;V-3-v^p<^;VT5/T-lf^v^>-l--f;vS. 2-1^ Kn4r'>;< 
^;VT-lf^v^>- 1 ->r;v*. 2-:*;w^^'f ;WT-tf-^v':^- 1 -'f 2- 

v^>-l-^;i^*, ifnui^y*. 2 -:t^vtfn'; 2, 5->^:t^y 

tfnvv/^, 2-:^^jy^yi.u^)V jm^ 3-;<-^;vvfn'; vy^. 2, 2-v^ 

p{^;i/enijs;y^, 3, 3-v^p<^;Hi'nv v^/^. 2 -t Kn^v;>{^;nf 

> 2-p{-^;i'*;WN*^^;i/tfn vi;y^, 2 - ^;v:^>>WN*^'f ;i/en vV 
3-;'if-;V-2-:t^V^ ^rWi^^'- 1-^;VS. e^Ui^y^. 2- 
:i-^y t?^V v^>'^> 2 -li KncJ^S/pt^;!/!^^!; v?y^, 2 -*;v>'^-=e>f ;ve 
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^-•y. 52/ 



4-^^;^^;^9■>VS. 4 vyo t^;^e^9->V«, 4->^n 
^nt>,^^,->V«, 2. 4-y^^;ue^9->v*. 3. 4-y^^,w^^ 
^--^S, 3. 4. 5-hV;<^^^^^9yy^^ 2, 2. 4-^.;..^;^tf^ 
!'''^*\!'.!' 3, 3. 4-^.;;.^;^-5 

y^. 4-T-lr^;u-3-v^n7'n..>^l.n^-^^.>V^. 2-l.Kn^«> 

2-yh^i.^^;p_4_^^,^_^.^^,^^^^ 3-^hc^c,^^,^_4 
-.^^;i.b-^^^>VS^ 2-l:Kn^^...^;v,_4_^^,^^o^_,^,^^ 3_ 
bKn^v^^;i,_4^^,^^o^_,^,^^^ 2-.ch^v..^;^_4_^^,^^ 

- 4 - y e^v? 9 vV 2 - y 'T 4 - ^ -^^^V tf ^ ^ y y ^ 

h^v*;..-K^;.^^;,_4-y^;.e^^.:.^^^ 2 h ^^>;,;.i.^;,^ 
^;V^4-y^;i.e^^.:;^^^ 2 -T ^ y y 4 -y ^;i,e^^,;>V* 
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2 0 0 3- 1 1 5 2 0 4 



11 ; V X - 1 - ^ 2 - ^ K „ ^ ,j ^ J, J, _ J _ ^ 
^v'>-i-^;v,^^ 3-.^^;^^^HJ-l,^^□ev 6-b 

^»**i(.»*L<, 3-;.^^,Pr5yr4f,-:.>-i_^^^ 2 2- 
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2, 4-v^^f^;l.tf-t9yy«. 3, 4-y.if^;n^^9yy^, 3_j,^ 
Dyne;p-4-^^,Pi;^5yyj|, 3. 4. 5 - h ^^n-e^^Vy^ 
2. 2. 4-hV.<^;nf^,yy^, 3^ 3_ 4 - h ') y^^^^^^ yy ^ 
2->^Dyn..>^yo-4->^;pe^9->V36, 3-*;i- 

1. 1 -y*+v^:t^;^*,j ^ 3-*+y-4- 

;l.**e^9i;y«, 4-i^;P**,^^9j;yS, 4 nyo 
-'^yyS, [1, 4] *#^H?,^>--4_^;^^^JJ^,.j^J^^^^^^^^ 

lO 0 6 8] 

<±ig««»sr0sei-*«*«.*^, z^T.^^^t,i. lift**®, «se 
^V7«-:^-DB^g6^^<o*«®oa*^^f^£t#^g^ ^^^^^^^^ 

10 0 6 9] 

[0 0 70] 
Hfcl 5] 



(1) 



COCI 
(2) 



(3) C4) 
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[0 0 7 1] 
[0 0 7 2] 

^yV/(>it^m (1) h^H Kn-79^^(D^^tz?#^L. 
t^/S$-lir;&Ci:tcJ: J9a:.X-r;v#: (3) «:^iti-^o ^»ia^(±. -2 0-5 

ov^mtL\^^o ^v>-r. #t>tL7ta:.X"r;v# (3) inm^omMKmML. 

[0 0 7 3] 

ttz^ (4) {i. TIBO [A^] Xti [B^] ■r-'i>ISdg-t-* Ci 

[0 0 7 4] 

[fkie] 




[0 0 7 5] 

Ar 1. Ar 2S:U^R3(i, MIBt 1^ D^>O^^U B o c t e r 
t-'XV^i^fJ}l^^:=^)l'm (Me 3 COCO-) ?:^-fo ) 
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#0 2003-115204 ; 
[0 0 7 6] 

t^^^^^ipLT^^-r^^tizinb-^^ (6) =^i^iti-^o T;Ut'1^K#: ( 
7) 2i^^'^';J^^;^T^^«•^^DLrm^t-^it^cJ:^)^t:^t^ (8) ^M^t-t 

Mb^oii'g'<7)^mtc*o%^TiiJ[S^-mf^J:v^o T;i/T'liK#: (7) ti, Tjj 
0--5 0t:m{&$-^^CttlJ:^). K#: (9) 'fb-^ty (8) 

-5 0-5 or-e^^j. «t f)«f* L<{io'C'>-^ia-e*>i,o '^is. Ji 

laxatCiJV^rMmMiFO^^^i: LTfflv^^>tLrv^-S t e r t 
^^■9-^ K# (9) (4) ^<0^|fe(i. h';7j.-;v.i.>^ 

>:^v't^'^^ m (9) t:m^mMLxmwi-^:iti,zxy)mm'r^^;bo 

[0 0 7 7] 
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I-fbi 7] 

Arj — ^ 



NH, 



(10) 



Ar, — COCI 
(11) 



O 

A 

H 
(12) 



*Ar. 



Ar2-''^NBoc 
O^Ar, 
(13) 



NHBoc 



O 
(14) 



1)H* 



2) f^^" 
COCI 



(2) 



Ar. 



Hl\|'^ ^COjR^ 
'Ar, 




(4) 



O 

(15) 



[0 0 7 8] 

(^^. Ar 1. Ar 2. R^RV^Bocii. MB tm 0,(7)^^.-^0 ) 
[0 0 7 9] 

-^^S^^^T^^-^ (1 0) S::^'fl:p«^l.>^tC?§J^t. h V J:.^;i.T ^ 
^vyuifju^^,^r^>^<ommT^>immU m^nv K (1 1) tKB 

Sft Lv.. ^>v';i.T^ >^ (1 0) :2^c>m^nv k (1 i) TfrilO^,o^ 

(13) ^mmT ^ M/sr^ia^ji, -20^50 vi,mt lv.. 

^^^^^^^ 

lOO-^Ot^T-^D. ^mtL<it-i0O'-~50X:x^^;^^ 
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#®2 0 0 3-1 1 5 2 0 4 ^^c^ 

^mm^m^^^mx^it^m (i4) ^^sL^cf^. ^it^^^>me>mmr.m 
(2) tmmt^ztxt^^^ (1 5) ^tmf^. VG^m a 4) 

=^^■9-^ (1 5) (4) ^e,^-^ 

(1 5) <^^^v^<bV;-^^tri,nft^^^^^<!:tCJ:^)prt|-t^^^, 
[0 0 8 0] 

iitl 8] 

A^-CN ^ Vv_ . '^'N^ 

(16) Arr^" , Ar/""-r ^ X>-^°^ 

2 BrCHCOCOgR, ^"^2 \, f^rf\ 

ATa— (18) I, R 



(17) (19) (20) 



(21) 



[0 0 8 1] 
[0 0 8 2] 

K^^Sm. r^:.#(l7) ^mt^^^^tK^V). T^i.>#:(l8) 

^^^^^T'#^. (1 6) ^rfr^.^i^ u 7) ^mo^^^^v^t 
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r;i.+;i,^;^^;v (19) tmtv^A^mMLmmMmm. mmi<Dmm^ 
±fso^ ^ ^v-;Hb^^ (2 0) <ommizi,,.xii. mi^^mmt^^ztl 

<r^i;>^ (18) tru^^jvify^r;^.^jv:^xr-ji. (19) c7>a.^y^ 

ri>. >f^^V~;Hb^t/ (2 0) 
^ . rv^Mk^t^ (2 0) J: *)iuyK^LX^ 5 ^V'-;^^: (2 i 

-^<b^i^>>^^W?,a^o ^/c^^a^ti. -2 0^10 0'C*^tL< -10 
~5 0t:;&>'$ftLv^o 
[0 0 8 3J 

[^ki 93 



Ar, — COjH 
(22) 



O 



Ar,- 



HjN— { (24) ' ^ C26) 



'2^ 



(23) 



CCr' (25) 

] 



At,— COCI Ar,— Nl^ Ar, v. 



(11) (17) /N-m''^^^^ 

(27) 



[0 0 8 4] 

(^^. A r 1 ^ t^'A r 2 {«f2 ^: 1^ D ^ O L. R 5 1 ^ 6 Oit^ 

[0 0 8 5] 
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#M 2003-115204 ^^-j : 

K# (2 4) fi. (2 2) tT^>i^ (2 3) il^St-g^f^C 

^t-i •)M3t-r*o ^^v>{i, Mi^nu K (1 1) '^il'fb^^V^/tc^^L, b 
Vj:.^j\^T^>^<7)y^^r<y(O^^TI,zr^>i$. (23) ^^s-r^c: ttc J: 

m^'oi; K^, m^TKtf^. DCC (vvi>n^i^v;i'*;v.i.*vM^ K) f§ 

DCC/HOBT ( 1 - Vi Kn:^^'>^ 

odanszky, Y. S. Klausne rRX/M. A. O n d e t t i 1^ " 
Peptide Snthesis" (A W i 1 e y - i n t e r s c i e n 
ce publication. New York, 1976^), G. R. P 
e t t i t^ "S y n t h e t i c Peptides" (Elsevier 
Scientific Publication Company, New Y 

o r k, 1 9 7 6^). B^it^^m "m4m.mmt^mm2 2m, ^m^^i 
V" (%mw^m±. 19 9 1^) ^tcfBrn^nrv^a, ^om^RBizm^^^^ 

ti i n f> oig^i^^^^tf ^ z.ti3^x^ho mBu.mt^ -2 0-5 0 -c^&^t 

L<> - 1 0-3 or^^i Lv^o (2 2) ;?^t>'^i?' n >; k (1 

[0 0 8 6] 

Y')Tv-Mt^ (2 6) (i. T^^-ft: (17) ^wmtimm\.zmmLm 

n^i-Y')^AX^mLxnhiL:hVrV-^2^^ (25) t^y^ 
(24) o T h ^'^^ t Rg?;^; -i^ A ^^.i- Kmrn-^h :it\zx.y) ^^t- -s^ 

^^tK:^\)m^x^:ho m^mM\i. -3 0-2 oic^^^^slv^o hvrv- 
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Mt^^ (2 6) «:SffitCJ:i5Jn7K5^L-Chi;TV'-;v# (2 7) ^Mif-t^S 

o 

4. 

RSia^fi. -2 0-1 0 Ot:W^L<. -5-5 Ot:;&-'J: f)0^ Lv^o 
±fS<7)Mi^;^tCj; i9#f>tL;^::^:^^-9-:/-;i,^ (4) ^T^>i^ (2 8) 
^-^^^iiCiO^ :^^m<Oit^m (I) *#^Cfc;6^T-§^o 

[0 0 8 7] 
[<b2 01 




(28) 



[0 0 8 8] 

Ar 1. Ar 2. R^RXfR^ii. iTfBtl^ D^>cO*^t- o ) 
[0 0 8 9] 

(4) ilT^^^: (2 8) «-?#/®i^MV^-riC5tJnfi«^|i1--?> C ^ 
^mm<t^m (I) =lr^it-r'2.C:i:;6^'T»§:^o ^RJc^zajgti. 5 0-12 
orWttv^o T^:^#: (2 8) (i. r|Tm<^«>0«r^v^r ^> J: < , 

ttr^0^5i^t3j:J)#t>tLShi;TV-;v,-fi^^j^ (2 6) *T5># (2 8) 
t^JS^-^^^^lcj; ^^^o-fb-^^ (I) ^n^^tT!)^X-^;ho 
[0 0 9 0] 
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Ut2 1] 



(26) 

(28) 



2 

(I) 



[0 0 9 1] 
[0 0 9 2] 

hvrv'-Mb^t^ (26) tr^>i^ (28) ^^s*Mv.-rtc^,nm^^-r 



o 



-f^J-V-^Uff (2 1) Xa}->)ry-JU# (2 7) tT?>#: (2 8 



[0 0 9 3] 
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Ut2 2} 
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[0 0 9 4] 

(^f. Ar 1. Arg. RiRZfR2it^ mUtmCi,<D^m-ro ) 
[0 0 9 5] 

(2 1) X{ihVTV-;V#: (2 7) ^T5># (2 8) 
^•^^^tKJ:^^^m<D^^r^^^jVRV^^.)r^^^Mt^!^ (I) ^^^^ 

Kis, ^^^i^^, DCC (i^i^^u^^i.j^.^;^^:.j^ ^ ^ 

DCC/HOBT (l-tKn^l^ 

M. B 

odanszky, Y. S. K 1 a u s n e r A. O n d e t t i ^ « 

Peptide Snthesis" (A W i 1 e y - i n t e r s c i e n 
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0 0 3-1 1 5 2 0 4 ^--y : 64/ 

ce publication. New York, 1976^). G. R. p 
e t t i "Syn t h e t i c Peptides" (Elsevier 
Scientific Publication Company, New Y 

o r k. 1 9 7 6^). B:^it^^m "^4mmmt^mm2 2m, 
. V" (%mm:^^±. 19 9 1^) ^tciam^tLTv^^o ^(Dm^KBizm\^^^ 

L<. -1 0-3 0"C:**cl:J9«Ft Lv^o 

±fS<0M^MiStCi3V>T. r^^'^ (2 8) ^^'Tfc^^. T5y«, 

^ur-^^)Um. t e r t-yh:^v;^;i.5}f-;i.^, 

[0 0 9 6] 

^mmt^m (I) tc$t>tc^»S:ijnx.^Cli:tcJ:J). 3^|&ggosUo<b-^j^ (I 
[0 0 9 7] 

[0 0 9 8] 
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Al A^TtfJOl 0i{±. 0. lmg-1 g75-'$f^ L<, 0. 5mg~5 0 0m 
[0 0 9 9] 

o 

'mmvxmmz^^i.x ^ a < . ^tz^K^w^^mmKn^xm'f^t l 

[0 10 0] 
[0 10 1] 

immm] 

[0 10 2] 



ffiaE#2 004-30451 




#M2 003-115204 



Hfc2 3j 
N 

[0 10 3] 

1) N- (3-t?V>^;i') ^>XT^i^> 

Miar-. ^h^)^j.}£^ k (i 7. 5 g) (Or-h^ 

tKn77>' (1 00ml) ?#rg[tc. 3-r^yif';s;:. (8. 55g) <Dr-h 
^\LYU'7'7> (40ml) ^?&-S-2 0^raT-fiTm. 2 O^^^^LfCo 

(9. 8 4g) o.^yyY.Yu-y^y (5 0ml) ^^i^E^ 2 

(7:3) m^^^mr^mw^^ mk\^^:yXT\^J:^^ (14. Og, 74 1 
%) 5r#7to 

IH-NMR (3 0 0MHz, DMSO-dg) ^:6. 57 (2H, br s 
), 7. 23-7. 45 (5H, m), 7. 96-8. 17 (4H, m). 
MS (FAB) m/z : 1 9 8 (M+H) +. 

2) 2--7:c^;l.-i_ (3_evv';i.) - 1 H- ^ 5 rv-;^- 4 > 

±ffi'^>'XT^v># (3. 9 4g) <r>:r.^/--)V (8 0ml) ^^C. 

(8. 67g) t^m:*.;^A (2. 76g) ^JdA 3 

SD^«mt7t:o ^^mm-^m±.ym^\^%hKfznm.^wn (somi 

®^L2-7^^;i.-l- (3-lf..;i^;i,) - 1 H-^ ^ ^V'-;^- 4 -^;W-K 
>m^^;i^a.xf-;^ (1. 2 0g, 20. 5%) LT^I/co 
IH-NMR (3 0 0MHz, CDC 1 3) 8\\, 4 2 (3H, , J = 7. 
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#02 0 03-1 1 5 2 04 ^-j;. 

07Hz). 4. 44 (2H, J = 7. 07Hz), 7. 28-7. 41 ( 
6H. m) . 7. 52-7. 56 (IH. m) , 7. 86 (IH, s) , 8 5 
8 (IH, d. J = 2. 57Hz) . 8. 68 (2H, d d. J = 4. 77 2 
•57). 

MS (FAB) m/z : 2 9 4 (M+H) +. 
3) SH-fb^ 

(1. og) ^j,,,^ ^^^^^ 

J6*s«ft+ h .; ^A*»is (1 7. omi) im^ammimLr.. K^mmi 

*L«S<t^tl (0. 6 3 6 g, 7 0. 3%) 4-a#i: LT#^ 
IH-NME (3 0 0MHz. DMSO-dfi) * : 7. 30-°7. 38 (5H 
, m) , 7. 4 9-7. 54 (IH. m) , 7. 8 0-7. 8 5 (IH, m) 
8- 23 (IH, s) , 8. 57 (IH. d, J=2. 39Hz) , 8. 64 ( 
1 H. d d, J = 4. 7 7, 1. 4 7Hz) . 
MS (FAB) m/z : 2 6 6 (M+H) +. 
[0 10 4] 

[##«I2] 2-7.^;v-i_ (4-e.;i.;u) - 1 H-^ 5 ^-./-;w-4 _ 

[0 10 5] 
[fb2 41 

[0 10 6] 

4-T^yi^Vi^> (17. ig) Srffiv.T. ##M1^1) ^rl^^^^^T' 

^^.✓^ (15, 1%) ^g^j^tLT 
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IH-NMR (3 00MHz, DMS0-d6) *:6. 67 (2H br s 
). 6. 79 (2H. d. J = 5. 51H.). 7. 4 0-7. 4 8 (3H, „ 
) . 7. 90 (2H. m) . 8. 34 (2H. d. J = 6. 06Hz) . 
MS (FAB) m/z : 1 9 8 (M+H) +. 

-hfBN— (4 — tf 'J y<:> jt-r ^ ^y^. f tr ^ ^ , 

(3 3. Og) t^^V.T##Ml02) tni^(Dlf5^'r^2-y^c:.}V~ 

1. 3 0g, 5. 8%) LT^f T^^o 

IH-NMR (3 0 0MHz, CDCI3) ^: 1. 42 (3H t J = 7 
07H.), 4. 44 (2H, J = 7. 07Hz), 7. 15 (2H, dd 
^ J=4. 5 9. 1. 6 5Hz), 7. 2 9-7. 4 3 (5H, m) , 7. 89 

(IH. s) , 8. 68 (2H. dd, J=4. 5 9. 1. 6 5Hz) 
MS (FAB) m/z : 2 9 4 (M+H) +. 

3) mmit't^ 

>m^^JV^^^^r. (1. Og) ^Mv.T. ##^Jio3) tl^^o^^T^^^ 

(0. 3 7 7 g, 4 1. 7 96) LT^;-^ 
IH-NMR (3 0 0MHz. CDCI3) ^ : 7. 3 2-7. 4 1 (7H, m 
) . 8. 26 (IH. s) , 8. 65 (2H, d d, J = 5. 0 9. 1. 4 7H 
z) . 

MS (FAB) m/z : 2 6 6 (M+H) +. 
10 1 0 7J 

[»««3] 5-^^;u-i, 2-i.v..;u-iH-^.r-r-;.-4-*;^ 
[0 10 8] 
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1^2 5] 




[0 10 9] 

N-tett-r^*->*;^,-K^;^_L-x^*^^ (50. og) «,r^:^ 

>(2 5 0m.) i§te^SS*V^A (34. 7 g) tlS»-:^^^;K2 9 3 

IH-NMR (3 0 0MHz, DMS0-d6) 26 (3H d J = 

6. 42Hz) . 1. 46 (9H. s) , 2. 02 (IH. d. J = 5. 14H 

^) . 3. 7 8 (3H, s) , 4. 2 8 (IH, m) , 5. 2 9 (IH. m) 
MS (FAB) m/z : 2 3 4 (M + H) +. 

mi) N. N-:.^vyne;.z.> (54. 4 «) 

- ^^t^^^^*^'" (4 8. 2g) doom I) mmimr 

^x;u#(6 6. 3g, 9 1. 0%) «:?4«*t LT»/.:, 

iH-NMR (3 00MHz, CDCI3) 1. 47 (9H s) 1 5 
0 (3H. d, J = 6. 42Hz) , 2. 98 (3H. s) . 3. 8o'(3H 
^) , 4. 4 9-4. 5 2 (IH, m) , 5. 2 2-5. 2 9 (IH, n.) 
MS (FAB) m/z : 3 1 2 (M+H) +. 
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3) 2-t er t-rh:^v:^;i..rK^;i.T^y-2-7'^>^^^;v,^;,^;^ 

^^y-ju (1 0 0 0ml) mmr^yKi^T. 0. 1 M^^i^mit^ ^) ^ A^mm ( 
2. 2 6 1) ^iu^mmmwLfzo KmrnrntrmzT^^Ln^fitzmmzm 

(3 8. ig. 8 5. 9%) ^m^tx^xmz. 

IH-NMR (3 0 0MHz. CDCI3) B 1 . 47 (9H, s). 1. 8 
1 (3H, dd, J = 7. 16, 0. 5 5Hz) , 3. 7 7 (3H, s) , 6 
68 (IH, q, J = 7. 1 6Hz) . 
MS (FAB) m/z 12 16 (M+H) +. 

3) 3-rn^-2-t e r t h ^'>:^;;i.*- 5 y - 2 -7-7^ ^ 

±fB2-y-r>^^^;l.^X7^;i.^ (3 8. 0 g) co^nn,i.;PA (9 5 0m 
I) mmz.. *i^TN-^n^;.^.>^^, (3 ^ ^^^.^ ^ 

^K^^LTto a^«^lc^?^T. h';ai^;l.r^:. (17. 9g) ^i,p£, 

. 3-rn^_2-r^:.^^^;^^;,^,^^ (5^^ ^ 

IH-NMR (3 0 0MHz, CDC 1 3) 4 6 (9H. s), 2 4 

0^2. 52 (1/2X3H, each s), 3. 82<!:3. 83 (l/'2x 
3 H, e a c h s) . 

MS (FAB) m/z : 2 9 4 (M+H) +. 

4) 3-rn^-2-:t-c^^yr^>^p{^;i,a:>^7=-;P 

^ (2 0 0ml) mmz. ^X^tT. 9 5%hU7;i.:tn|^m7jc^^ (2 0 0ml 
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#M2 003-115204 ^^c; 

^m&T^^L3-yu^-2~:t^vr^>^^^jl.:r.^y^,U (3 2. 9 g, 
9 6. 0%) trmVti^tLxntZo 

IH-NMR (3 0 0MHz, CDCI3) ^ I 1. 8 2 (3H. d, J =6. 
79Hz), 3. 94 (3H, s). 5. 18 (IH. q, J = 6. 79Hz) 

5) 5-^^;l.-i. 2-v7^-;i.-iH-^5^>^-;i.-4-p&;wie^^^ 

N--7^^;i.-?>XT^v>' (1. oog) t±m3-ru^-2-^^v:r 
^>m^^,U:r.Xr-JU (7. 9 5 g) t^fflv^T. 1 <^ 2 ) tmm^O^^ 

•V5-^^JU-1, 2 - V 7 ^ ^ ;v- 1 H - >r 5 ^ - 4 - ;^ ^ 

(0. 5 3 5 g, 3 5. 9%) ^mVtmtLxmZo 
IH-NMR (3 0 0MHz, CDCl 3) a I 2. 4 2 (3H, s) , 3. 9 
6 (3H, s) , 7. 17-7. 2 4 (5H, m) , 7. 3 4-7. 3 7 (2H 
. m) , 7. 4 7-7. 4 9 (3H, m) . 
MS (FAB) m/z : 2 9 3 (M+H) +. 

6) mmit^!^ 

(0. 5 0g) <0:^^y^)V (lOml) ^^3. 2m^imit 

^^v^A7^c^^ (8. 56ml) ^iiD£MiaT^7B^r^M^L7to as^^*^ 

^'^^^X-nmLfZo vt^K^^^ffiTW^L^Mfb-^tf (0. 4 2 3 g. 

8 8. 9%) ^T^)V7Ty^tL.xnfZo 

iH-NMR (3 0 0MHz, CDCl 3) * : 2 . 4 4 (3 H. s ) , 7 . 3 
3-7. 5 6 (1 OH. m) . 
MS (FAB) m/z : 2 7 9 (M+H) +. 
[0 110] 

[##^J4] 2- (6-^h^v-3-ei;i;;i.) - l - 7 1 H-^ ^ 
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lo 1 1 1] 
[^k2 61 



o 

[0 112] 

1) 5-rn^-2-^ V^v^'j v'V 
2, v>' (5 0. 0 g) CO^ ^/-;V (1 0 Om 1 ) 

^ ^hV-i^-i^pi h#'>K (5 5. 2g) =&inx.l 7B#P^j!jQ^mmL^Co ^^m. 

2-^ h^vliU v^V (3 1. 2 g, 7 8. 6%) ^vAi^tl&i: LT#/Co 
iH-NMR (3 00 MHz, CDCI3) a : 3, 91 (3H, s), 6. 6 
6 (IH. d, J=8. 81Hz), 7. 63 (IH, dd, J=8. 81, 2 
. 39Hz), 8. 20 (IH, d, J=2. 39Hz). 

2) 6-p< h^v-n-^y^ h ';>>V' 

±|B5-rn^-2-^ b^->lf';>^> (3 1. 0 g) <0N, N-i^p^^^V'i^ 
;VAT^ K (6 0 Om 1 ) ^?e[lCvT >"fb^ (2 4. 6 g) ^iDx. 1 2 Ot:t?l 

^y^Ax^mvfzo mm. mmt:mEET^^Lnhfitzmmi^N, n-vv-^ 
)v:^)vj^T< v-^m^Lx\^^fzfzif>. :^twpmj^^)i^^i3w^xnm^WLLfzo m 
a®^^7K«m-7i^^> v-^/A-e^^LTto mm. mm^m.j±T^^LnhtLfz 

6-^ h^^v^n^/- b (1 2. 5g, 56. 5%) imi$^tLxnfzo 

iH-NMR (300 MHz, CDCI 3) a : A. 00 (3H, s), 6. 8 
2 (IH, d, J = 8. 81Hz), 7. 77 (IH, dd, J = 8. 81, 2 
. 39Hz), 8. 49 (IH, d, J = 2..39Hz). 
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9>(10 0ml) giSK, gm#fflSCT7?r^.;> (5. 2 9g) 
K°75> {2 0ml) SRS-lOS-MTiSTU 2 0*|Baff u^t, Bt-iSlC 

-^;p^3^:.75->-:. <«• 7 9 g) 4:l»;t<. «ie,c^+4^;y^j„^ 

/i-_3^^7'^.^^l 1 7g (88. 6%) 

IH-NMR (3 00MHz. CDC 1 3) *:3. 99 (3H, s) , 6 8 
1 (IH. d, J = 8. 72Hz) , 6. 96-7. 10 (3H. n>) . 7 4 
3-7. 39 (2H. m), 8. 18 (IH, dd. J = 8. 7 2. 2. 3 9H 
^) . 8. 6 1 (IH. d, J = 2. 39Hz) . 
MS (FAB) m/z : 2 2 8 (M+H) +. 

4) 2- (6-M^^->-3-^,)-y>^) -l-7.^;P-iH--f?^-/-;U 

±fE6-;-h*->-N-7^^;p^3^^X?->-> (6. 50g) <Dii-y- . 
^^ (100ml) sate, ro*e;Pi.^ss^^;l, (12. tKBS^Ue- 
(3. 9 5g) *JlDx31^iajD»«aL7j:o rD*kf;n;> 

K^^;^ (12. 4g) t^^*.;^A (3. 95^) iiM^rmmmim 
1 0 0ml) itB^imaiimimmLtz. sa^^ »6M*i*ET@*Lis«, 

«L2- (6-.,^ + ->-3-e.)-y;^) -l-y.^^-iH-f?r-/-;^ 
-4-*;w-K>|8^^;p^^^,^ (0. 83 3 g. 9. 0%) *M«»tLr» 
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iH-NMR (3 0 0MHz, CDC 1 3) ^ : 1. 41 t, J = 7 

16Hz) , 3. 90 (3H, s) , 4. 43 (2H. q. J = 7. 16Hzi 
, 6. 67 (IH. d. J = 8. 75Hz) . 7. 2 2- 7. 2 7 (2H, m) 
. 7. 4 5-7. 4 7 (3H, m) . 7. 73 ( 1 H. d d. J = 8. 75. 2 
• 39Hz) . 7. 83 (IH. s)-. 8. 11 (IH, d, J = 2. 39Hz 

) • 

MS (FAB) m/z 13 2 4 (M+H) +. 

5) mm^t^m 

±fB2- (6-p< h^v-3-tri;v;v) -l-7:c-;i.-iH-^^^^^- 
^t^> 2M^7K^^I:^h.;^A^^^^g (12. 4ml) ^UnK.mi^'C4f^mmw 

34 5 g, 47. 3%) ^T^jvyr^^tLxnfZo 

IH-NMR (3 0 0MHz. CDC 1 3) ^: 3. 9 1 (3H. s) . 6 6 

8 (IH. d, J=8. 63Hz) . 7. 4 7-7. 5 2 (3H. m) . 7. 6 

9 (IH, dd, J=8. 6 3, 2. 3 9Hz) , 7. 90 (IH, s) , 8. 
13 (IH, d, J=2. 3 9Hz) . 

MS (FAB) m/z : 2 9 6 (M+H) +. 
[0 113] 

[##M5] 2- (6-.^h:^v-3-lfVv^;i.) - 1 - 7 a:^;^- 1 h-^ ^ 
1) 2- (6-pCh^.>_3_e,;s;;v,) - 1 1 h-^ ^ >jr.^-;i. 

±fB##M403) (^6-^h:^v-N-7^^;V^r7^>r^,y>, (9 q 
g) 0^h9t:Kn-7^> (18 0ml) ^mc. rn^e;nf (1 
2. 9g) ^ifl£Mfi-C2 0^K^$|.f^. 2NF^fiDi^^^L7t. ^i^f^. SiS^ 
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#M2 0 0 3- 1 1 5 2 0 4 ^^i^ 
~in--f ^rV-)V-4~:^)l'7i^>m^^Jl'j:.y(.7^)l^ (4. 45g, 34. 8 

%) t:m^tLxmzo 

2) ^Sik-g-^ 

-hfB2- (6-^ h^v-3-tf';->';l/) -l-7i-;w-iH-.f 5^>/- 
;^-4-:^^;W•K>^l^a:f-;^al^7^;^ (4. 4 0g) (7)a,^y^)i. (8 0ml) m 

mz^ 2m^7i^m^ti-hvK7A7i^mm (6s. omi) sm 

0 mm^k. mm^m&T^s^Lmmit^m (3. 8 2g, 95. 196) ^^-^^ 

[0 1141 

[##^6] 2- h^v-3-ei;^>';i.) -i- (4 -p^ 

) - 1 H-'f ^ rv-;!^- 4 -?;7;i';K>^ 

[0 115] 

Ut2 7] 
MeO^ 

lI>CO,H 

[0 116] 

1) 6-;>{ h:^'>-N- (4-j>«^;V"7jc^;V) ^n^^r^v^ 
p-h;!.^-;^ (6. 0 9g) t##M4<7)2) <7)6-> h^v-n^y^h 
(8. OOg) tSrfflv^-C. ##M4<^3) t I^^O^iS-e-n^>^T 5 v' 
(9. 15g, 6 3. 5%) imi^tLxntZo 
iH-NMR (3 0 0MHz, CDC 1 3) a 12. 3 4 (3H, s) , 3. 9 
9 (3H, s) . 6. 80 (IH, d, J = 8. 63Hz) . 6. 86-6. 9 

1 (2H, m) , 7. 15-7. 2 0 (2H, m) . 8. 17 (l H, d d, J 
= 8. 6 3, 2. 3 9Hz) , 8. 60 (IH, d, J = 2. 39Hz) . 
MS (FAB) m/z 1 2 4 2 (M+H) +. 
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^-v: 76/ 



2) 2- (6-^ b^v-3-tfiJ -1- (4-3<^;v7i:=.;v) -IH 

_hfBr^rr^>T^ (4. 3 8 g) i: •/o*e;nf vm^^^^^ (15. 7 

g) t*fflv^T> ##^4<04) fcl^^<7):^^'C2- (6-p< h^'>-3-tr'; 

-1- (4-^^;i''7a:-;v) - i H-^ ^ r^/-;v- 4 
f-;l/a:.>?.7^;v (1. 4 3 g, 2 3. 3%) ^mVtmt Lxmzo 
iH-NMR (300 MHz, CDCI3) 5:1. 41 (3H, t, J = 7. 
07Hz) , 2. 41 (3H, s) , 3. 90 (3H, s) , 4. 43 (2H, 
q, J = 7. 07Hz). 6. 67 (1 H, d, J=8. 63Hz), 7. 08 
-7. 12 (2H. m) , 7. 24 (2H, d, J=8. 08Hz) , 7. 76 

(IH, dd, J = 8. 0 8. 2. 5 7Hz) , 7. 79 (IH, s) , 8. 1 
0 (1 H, d, J = 2. 5 7H z) . 
FAB-MS (FAB) z : 3 3 8 (M+H) +. 

3) mmit^m- 

±fB2- (6-p« >^v-3-tri; v^;v) -i - (4-^-f-;i/Vj^-;v) -1 
H-^ 5 ^v-;v-4-*;v^'>^j^^;i'j^;^T-;v (1. 4 0 g) ^fflv^T> # 

^mA<r>b) tnm(0:f5mx-mMit^^ (O. 8 15g, 6 3. 5%) =S:T-=e;V 

1 H-NMR (300 MHz, CDCI3) 8:2. 42 (3H, s), 3. 9 
2 (3H, s) , 6. 69 (IH, d, J=8. 63Hz) , 7. 12-7. 2 
7 (4H,m), 7. 73 (IH, dd, J = 8. 63, 2. 7Hz), 7. 8 
6 (IH, s), 8. 13 (IH, d, J=2. 57Hz). 
MS (FAB) m/z : 3 1 0 (M+H) +. 
[01171 

[##f?[j7] 1- (4 -•7;V3j-n-7i:^;V) -2- (6 h^v- 3 -if v 

;v) - 1 H-^ ^ ^^v'-;v-4-*;i/jK>'^ 

[0 1 1 81 
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#M 2 0 0 3- 1 1 5 2 0 4 ^--J : 77/ 

Ut2 8] 
MeO^ 

,0- 

[0 119] 

1) N- {A-y 3l:=.)V) - 6 — h^v^nf-^'T^ v> 
p-7;V:tDT-'; V (6. 6 4 g) i:##f?!l402) <7) 6 -p^ b 

y-h';;u (8. o o g) t«rfflv>-c. m^m4<D3) tmm<o:}j^TN- (4 

-7;V:e-n"7i^;l/) - 6 h ^ v-3^>'T ^ v> (10. 7 g, 7 3. 5 
%) LT^Ifco 

iH-NMR (300 MHz, CDCI3) ^:3. 99 (3H, s), 6. 8 
1 (IH, d, J = 8. 63Hz) , 6. 9 0-6. 9 5 (2H, m) , 7 . 0 
4-7. 12 (2H, m) , 8. 15 (IH, d d, J=8. 6 3, 2. 3 9H 
z) , 8. 6 0 (1 H, d, J =2. 3 9Hz) . 
MS (FAB) m/z 12 4 6 (M+H) +. 

2) 1- (4-"7;v:t-n7a^^;v) -2- (6-p< b^>'-3-t?i; _i 
H--r ^ ^v*-;v-4-:^;;vj^'>^j^f-;^^:^x;i' 

(Ai*) JLIfiN- (4-7;l/:t-n-7ji-;V) -6-p{ b^v-3^>T^ v>' ( 
6. 5 0g) iirn^e^Hf ^g^a^^;!/ (2 3. 0 g) t^rm^^r^ ##'BfiJ4 0 
4) i:|W|;!t<7):^^T*l - (4-"7;v:rn7i-;v) -2- (6-^>^v-3- 
tfVv^;v) - 1 H-^ ^ ^5^y*-;v-4-:^;;vsK>^j:-^;vj-X7-;^ (l. 5 8g 
, 17. 5%) ^T-=e;V7TXt L-c#fco 

(Bi*) JifBN- (4 -7;i'3i-n7a^c:^;w) - 6 b#'>-=i^>'T^ ( 
10. 6g) (210ml) ^?0ti::7'n^e;ve>^3^^ 

;v (7. 2 3ml) '^ipx.. 2mmijmMm\^fzo ^^^k. KJ^mi^muRmyi^. 

-;v) -2- (6-^ b^v-3-tfi;>^;v) - i H-^ 5 ^y-;i/-4-;^7;V' 
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(6. 90g, 46. 8%) ^mi^tLXntZo 
1 H-NMR (300 MHz, CDCI3) S : I. 41 (3H, t, J = 7. 
07Hz) , 3. 91 (3H, s) , 4. 43 (2H, q, J = 7. 07Hz) 
, 6. 68 (IH, dd, J = 8. 6 3, 0. 7 3Hz), 7. 12-7. 18 
(2H, m) , 7. 21-7. 26 (2H, m) , 7. 74 (IH, d d, J = 
8. 6 3, 2. 3 9Hz) , 7. 80 (IH, s) , 8. 07 (IH, d d, J 
= 2. 3 9, 0. 7 3Hz) . 
MS (FAB) m/z : 3 4 2 (M+H) +. 

3) mm^t^^ 

±|Bl- (4-7;i^:tn:7i-;i/) -2- (6-^^ y^i^-S-\^'}i^)^) - 
1 H-'f 5 3^V-;v-4-5&;V'i^>i^j^-f-;vj^;^-r;v (6. 8 5 g) ^fflv^t. 

##faj405) i: l^5g|<^:^&t?^M<l:'^tJ ( 5 . 7 1g, 9 0. 7%) «:T'^;l' 

1 H-NMR (300 MHz, CDCI3) a : 3. 92 (3H, s), 6. 7 
0 (IH, d, J = 8. 63Hz) , 7. 14-7. 20 (2H, m) , 7. 2 
4-7. 29 (2H, m) , 7. 72 (IH, dd, J = 8. 6 3, 2. 4 8H 
z) , 7. 87 (IH, s) , 8. 10 (IH, d, J = l. 84Hz) . 
MS (FAB) m/z 13 14 (M+H) +. 
[0 12 0] 

m^msl 2- (4-^^;i^7j:^;v) -1- (4-fefv>^;i') - iH-^^ 
^ - ;v - 4 - * ;v > m 
10 12 1] 



[0 12 2] 

1) 4-^f-;V-N- {4-\£Vi^)V) ^yXT^-J> 
A-T<y^')'J> (17. 1 g) ^p-h;V-h';;V (2 2. 4 g) ^=Srffl 



[<k2 9] 
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^-v: 79/ 



T^i^^- (2 7. 4g, 7 0. 9%) fC^fCo 
1 H-NMR (300MHz, CDCI3) 8 \ 2 . 41 (3H, s), 4. 9 
8 (2H, br s) , 6. 90 (2H. d, J=3. 85Hz) , 7. 26 ( 
2H, d, J=6. 97Hz) , 7. 76 (2H, d, J = 6. 97Hz) , 8 
. 4 7 (2 H. s) . 

MS (FAB) m/z : 2 1 2 (M+H) +. 

2) 2- (4-p<f-;i'-7i-;v) -1- (4-e';v;v) -iH--r^rv-;v 

±fB4-^^;i^-N- ( 4 - >^;v) ^^'Xr^v^ (20. 0 g) ty^u 
^\£}u\£>M^^j^ (4 1. 0 g) t^m^/^x^ 0^M4<oA) i:i5i#(o:^^'e 

2- (4-p?^;V7a:ri;l.) -1- (4-t?Uv^;V) - 1 H-^ ^ i5^V-;V- 4 

(0. 7 i 7 g, 2. 5%) ^r<t;v7 lt 

1 H-NMR (300 MHz, CDCI3) S I 1. 41 (3H, t, J = 7. 
07Hz) , 2. 35 (3H, s) , 4. 44 (2H, q, J = 7. 07Hz) 
, 7. 10-7. 16 (4H, m) , 7. 2 7-7. 3 0 (2 H, m) , 7 . 8 
7 (IH, s) , 8. 67 (2H, dd, J = 4. 5 9, 1. 6 5Hz) . 
MS (FAB) m/z 13 0 8 (M+H) +. 

3) mm^\:^<^ 

±fa2- (4-p«^;v7i-;v) -i- (4-euv;w) -iH--r^^^^/- 
;v-4-7t?;V'K>^J^f-^i'Jc.;^T- ;v (0. 6 0 0 g) ^ffiv^T. ^^m4<D5) 
tW\m(O:fjmx0.mit^m (O. SSOg, 6 4. 3%) UT^tfCo 
1 H-NMR (300 MHz, CD3OD) 8 12. 40 (3H, s), 7. 3 
1 (2H, d. J = 8. 08Hz) , 7. 39 (2H, d, J=8. 26Hz) 
, 7. 75 (2H, dd, J = 5. 0 5, 1. 5 6Hz) , 8. 51 (IH, s 
) . 8. 8 3 (2H, d, J =6. 7 9Hz) . 
MS (FAB) m/z *. 2 8 0 (M+H) +. 
[0 12 3] 
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[##«?fl9] 1. 3, ^^)l^\^^^i^>m.mM 
[0 12 4] 

ms 0] 

/— \ 

— N NH 

[0 12 51 

1) [N- [N' - (2 -^>y;w^^v*;V'-K-;v) t5 y- 2 -p^-f-^VT^n 

N- (2 -^:^v;v:r^v*;vj^*:=-;v) t< 2 -^^^w-Zn^V^^ (i 
0. Og) ON, N-v^^;U^i^;VAr^ K (2 0 0ml) ^WLK. ^t^-^^A' 
az/>:s.^)Vj:.7s7-)vmBM. (7. 7 7 g) . 1 - 11 Kn ^ V h V T V- 
;V (6. 8 3g) ^ h i; j:--^;vt^ :^ (7. 0 8ml) . l-J^^;i'-3- (3 
- V ^ f-;VT ^ y y n t: ;v) ij v ^ m^:^ ( 9 . 7 0 g ) ^Jbnx. 2 0^ 

->^;uT^ /] (1 3. i g, 92. 3%) ^mmQh'L 

iH-NMR (300 MHz, CDCI3) 5:1. 26 (3H, t, J=7. 
16Hz), 1. 65 (6H, s), 3. 16 (3H, br s), 4. 08 ( 
IH, br s) , 4. 18 (2H, q, J = 7. 16Hz) , 5. 09 (2H 
, s) , 5. 55 (IH, br s) , 7. 3 0-7. 3 8 (5H, m) . 
MS (FAB) m/z 13 3 7 (M+H) +. 

2) 1, 3, 3-hU^^;H::^^v>'-2, 5->^:f> 

±|B [N- (N' - (2-^>i?;V:t^v*;V5j?c:i;V) 75^-2-^^;^/ 

ne:^-^;v) -N-p{^;vr^y] f^Mj:.'^;vj^;^'r;v (12. 0 g) <r>:^9 J 

-}V (12 0ml) mWLK. (wet, 6. 0 g) ^iflx. 
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*L1, 3, 3 - b U P«-?-;Hi'^vv^>-2, 5-i^:4-> (5. 1 6 g, 92. 

5%) ^r^}\^yT:^tLx%i-zo 

1 H-NMR (300 MHz, CDCI3) ^:i. 50 (6H, s), 2. 9 
9 (3H. s) , 4. GO (2H, s) , 6. 95 (IH. br s) . 
MS (FAB) m/z : 1 5 7 (M+H) +. 

3) mm^t^m 

IMsKv^'-'r h7t Kn7 9>^#:<^-r h^li Kn7^V^?S (7. 2 5m 

1 ) izmmw^m%^^Tx^ jiib i , 3 , 3 - h 1; p< v > - 2 , 5 - 

(0. 4 0 g) <^T-h7li Kn7 7> (5ml) mWO: I O^mxmT^k 
. .1 2 ^KiinmmSLt/co 7K?^T> >RJS?B[lw^ y ( 1 m l ) t AM'MMm 

-z^^^^>m^ (2ml) im^i^^MmmmLtio ^J^f^. ^^mt/zM^ 

^«t> m^fk-^t; (0. 5 2 9 g, 10 0%) ^ntzo 
[##NMR-7'-^ : 1 , 3, 3-h';^^;vt:°^^v>'i:LT 
1 H-NMR (300 MHz, CDCI3) d : 1. 53 (6H, s), 2. 3 
0 (3H, s) , 2. 42 (2H, s) , 2. 66 (2H, t, J = 5. 14H 
z) , 3. 2 0 (2H, t, J = 5. 1 4Hz) . ] 
MS (FAB) m/z 112 9 (M+H) +. 
[0 12 61 

[##^?!ll0] 2- (6 -^^;V-3 -b*'; i^^V) - 1 1 H-^ 5 
^ V- ;v - 4 - ;v j}^* >m. 
[0 12 7] 
[<b3 1] 



[0 12 8] 

1) 6 -;»f^;V-3^>T^ K 
e-^^^V'^^^i^^^ (5. 0 g) ^ 2 8%T>'^^T7}C (7. 4ml) 
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^~>^: 82/ 



, 4 0%) ^mi^t Lxnfzo 

1 H-NMR (300 MHz, CDCI3) 3 12. 58 (3H, s), 3. 3 

2 (2H, br s) , 7. 39 (IH, d, J = 8. 26Hz) , 8. 1 6 ( 
IH, d, J=8. 26Hz) , 8. 88 (3H, s) . 

MS (FAB) m/z : 1 3 7 (M+H) +. 

2) 6 -jjt^;!^— ^ h 1; 

±t^e-ji^)V=.a^>r^ K (1. 6 g) <D^>'\f> (5 0ml) m^i^. 

ir^z^^it')> (10. 9ml) ^mx.2mmi}umMm.Lfzo K^mm 

JET^^^I?*L6-;>i^;w-3^y-h';;v (l. 1 5 g, 8 3%) ^m^t 

1 H-NMR (300 MHz, CDCI3) d I 2. 65 (3H, s), 7. 3 

0 (IH, d, J=8. 07Hz), 7. 85 (IH, dd, J = 8. 07, 2 
. 20Hz), 8. 78 (IH, d, J=2. 02Hz). 

3) 6 -^^;v-N-'7i^;v~n^:/T^ 

3 5 %-:^ h -^7 A tf;^ ( h U p« v 'J ;v) r ^ Kc^x hvt:Kn"7^;xttJ' 
^ ( 3 : 1 ) ^-^^^gL (26. 6ml) ic. -rb^bKny^V (50ml) 
«:inx.. Mza-e. T-i; > (5. Og) (O-rb^tKn^^^ (10ml) 

^mTL3 o^mmWLfzo ;g:/S?Sn6-^"9^;v-=j^y:=-h';;v (e. Og) 
O-r b9)iKn"79> (2 Oml) ^?^=^?gTLl immmwLfzo KfBmm^ 

6-}<^)V-l<l-yju^)]y:=-:n^>r^-J> (2. 8 5 g, 2 8%) ^^fzo 

1 H-NMR (300 MHz, CD3OD) d : 2. 62 (3H, s), 6. 9 
8 (2H, d, J = 7. 34Hz), 7. 05-7. 11 (IH, m), 7. 2 
5-7. 35 (IH, m) , 7. 37 (2H, t, J=7. 71Hz) , 8. 1 
4 (IH, dd, J = 8. 0 7, 2. 2 0Hz) , 8. 94 (IH, s) . 
MS (FAB) m/z : 2 1 2 (M+H) +. 
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4) 2- (e-J^^Jl'-S-l:'; v^^'l') - 1 1 H->r 5 

±ffi6 -^^;V-N-7i^;V::^r2-^>T^ v> (3. 0 g) tzTu^ifjU}^ 
>^jcf-;i/ (9 . 2 3g) fc^fflv^T, ##^?0l<^2) ^ |SI:^<^:^^T 2 - (6 

-pi^;v-3-i^V>^;v) - 1 -"7i-;v- 1 H-'f ^ 4 -t&jvsK^ 

^ji-^;Vjny?.-r;V (3 8 9mg. 9. 5%) ^T^)l^y r X t LX'^fZo 
iH-NMR (3 00MHz, CDCI3) d : 1. 41 (3H, t, J = 7. 
16Hz) , 2. 53 (3H, s) . 4. 44 (2H, q, J = 7. I6H2) 
, 7. 09 (IH, d, J=8. 07Hz) , 7. 2 2-7. 2 6 (2H, m) 
, 7. 44-7. 47 (3H, m), 7. 74 (IH, dd, J=8. 07, 2 
. 20Hz) , 7. 85 (IH, s) , 8. 42 (IH, d, J=2. 20Hz 
) . 

MS (FAB) mXz 13 0 8 (M+H) +. 

5) mmit^m 

±152- (6-^-?^;v-3-tfv>^;v) - 1 1 H-'f < 
-4-:^;;vjK>^ji-f-;vj^;^T-;v (0. 3 0 g) ^ffiv^r. ##M1<^3) tl^ 
^t<^:^&'e^M<b'^t; (o. isog, 54. 8%) ^r>=t;V'7Txt tT#yi: 

o 

iH-NMR (3 0 0MHz, CD3OD) S [2. 58 (3H, s) , 7. 1 
3 (IH, d, J = 8. 26Hz) , 7. 2 4-7. 2 9 (2H, m) , 7 . 4 
5-7. 48 (3H, m) . 7. 7 4- 7. 7 8 (IH, m) , 7. 92 (IH 

, s) , 8. 55 (IH, d, J = l. 84 Hz) . 

MS (FAB) m/z 1 2 8 0 (M+H) +. 
[0 12 9] 

1] 1- (4 -^^;v"7 ;v) -2- (6 3 - tf U v;^ 
) - 1 H-^ ^ ^y'-;i/- 4 jK:^^ 
[0 13 0] 
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[its 2] 




[0 13 11 

1) 6 -^•^;v-N-p- h ';;v::^n^:^T5 v> 

p-h;u^v:/ (6. 9 g) 1 0O2) (^6 c:^ > 

(8. Og) t=Srffiv^T> ##M10<^3) 6 -pt^;V-N 

-p-h';;V'-3^>'T^>^> (13. 5g, 8 8. 5%) ^m^tLXntio 
iH-NMR (300 MHz, CDCI3) ^12. 34 (3H, s), 2. 6 
2 (3H, s) , 6. 88 (2H, d. J = 7. 89Hz) , 7. 16-7. 2 
6 (4H, m) , 8. 14 (IH, d, J = 6. 42Hz) , 8. 92 ( 1 H, 
s) . 

MS (FAB) m/z : 2 2 6 (M + H) +. 

2) 1- (4-^^;i/"7i-;i/) -2- (6-^^;v-3-tf';i^;W -IH- 

±IH6-^^;v-N-p-h';;^-3^:^T^>^> (1. 5 0 g) iirn^e 
;nf>mjc^;v^^^v^-C. ##Mlc7)2) t |W);m<7):^i*t? 1 - (4-p{f-;V7 
-2- {6-;^^)\^-3-\£Vi^)V) - 1 R-^ ^ ^^/-JV- 4 -ij )V 

^ym^^)\^j^:^-T)U (1. 2 1 g, 56. 6%) ^r^ji^yry^ttmtzo 

iH-NMR (300MHz, CDCI3) ail. 41 (3H, t, J = 7. 
16Hz) , 2. 41 (3H, s) , 2. 53 (IH, s) , 4. 44 (2H, 
q, J = 7. 16Hz) , 7. 08-7. 12 (3H, m) , 7. 22-7. 2 
6 (2H, m) , 7. 79 ( 1 H, dd, J = 8. 0 7, 2. 2 0Hz) , 7. 
81 (IH, s) , 8. 40 (IH, d, J=2. 20Hz). 
MS (FAB) m/z : 3 2 2 (M+H) +. 

3) mm^t^m 

±iai- (4-p?^;i/"7ic:^;v) -2- (6 3 -:^;w) - IH 
5 ^^V-;v-4-:*;v;K>mai^;va^;^x;V' (3, 5 g) =&ffiv^-c. 
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1<^3) tmM(r>l5^T^^mi\:^^ (l. 7g, 5 8. ?%) 5:r^;V7T;^i: 

1 H-NMR (300 MHz, CD3OD) S I 2. 41 (3H, s), 2. 5 
6 (3H, s), 7. 10-7. 14 (3H, m), 7. 23-7. 27 (2H 
, m), 7. 75 (IH, dd, J = 8. 07, 2. 20Hz), 7. 88 (1 
H, s) , 8. 51 (IH, d, J = 8. 0 7, 2. 2 0Hz) . 
MS (FAB) m/z : 2 9 4 (M+H) +. 
[0 13 2] 

[##M12] 1, 2-i^^^)V\£^^i^> YVy)i^tumm^ 
[0 13 31 

[^[1:3 3] 

HN^- 

^ -2TFA 

[0 13 4] 

1) 3-:^'^)V}£^9-J>- 1 -*;V^*>^t e r t -7*^;VJi:^"r;V 
2-^^)V\^^^-J> (10. 0 g) <7>^ (2 0 Om 1 ) M 

z^T-v- t e r t -•rf-^Vv^:*;^^'-^- h (2 1. 7 g) 2 4mmW.WL 

- (^'nn;i^;i/A-;>{ •CJftMt 3 -;><^;vtf^^>^>- 1 -:^;V5K>' 

e r t -y^;VJ-;^'r;v (19. 3g, 9 6. 5%) -^Wmi t \^X%fZo 
1 H-NMR (300 MHz, CDCI3) 8 \ . 04 (3H, d, J=6. 
24Hz) , 1. 46 (9H, s) , 2. 39 (IH, br s) , 2. 70- 
2. 77 (3H, m) , 2. 94 (IH, br s) , 3. 93 (2H, br 
s) . 

MS (FAB) m/z : 2 0 1 (M+H) +. 

2) 3, A-V:^'f-)V\£^^V^y-l-iJ)\/^yW.t e X t-y'r}Vx.:^y-)V 
±IB3 -;^"^;vtr^^v^>- 1 -*;i'^>^t e r t (2. 

0 g) (Dmt:^f-V> (4 0ml) mWi^^. mM-X^ 6%>i^;V-TU (8 3 3 

fjiX) ty')r^y^z/imit^^t7m±y')fp^ (3. i8g) 3Bt^ 



mSEi|#2 004-3045104 



#0 2003-115204 



^-v: 86/ 



3, 4-vpi^;ve-^^vv^*^ (1. 95g, 91%) ^m^'^tLxmzo 

iH-NMR (300 MHz, CDCI3) ail. 05 (3H, d, J = 6. 

24Hz) , 1. 49 (9H, s) , 1. 9 6-2. 0 5 (2H, m) , 2 . 1 

1-2. 24 (IH. m) . 2. 28 (3H, s) , 2. 72 (IH, d, J = 

11. 75Hz), 3. 00 (IH, t, J = ll. 20Hz), 3. 8 1(2 
H, b r s) . 

MS (FAB) m^z 12 15 (M+H) +. 

3) mmit^m 

±IB3, 4-vp«^;H^^7v'>#: (1. 7 g) (^Jh'J^JV^tnf^^ (1 Om 

1) mm^mf^-cswrnrnwi^fzo Rjs?#^i*mT^*t^M<k'^ti (3. 5 

g, 10 0%) ^T^;^"7r>^i: LT#fCo 

1 H-NMR (300 MHz, CD3OD) ^'.l. 36 (3H, d, J = 6. 
24Hz) , 2. 90 (3H, s) , 3. 13-3. 74 (7H, m) . 
MS (FAB) m/z : 1 1 5 (M+H) +. 
[0 13 5] 

[##I?II13] l-^^;i/'^^-9-li Knev ^ v> 

[0 13 6] 
[<k3 4l 

[0 13 71 

3 6%^)l^^V >^ (14. 2ml) <Dh)V:i.> (20ml) Ot:?^ 
N-p<^;^-l, 3--JT^ y^uz-^y (15. 0 g) <7)h;VJ^> (2 0 
ml) ?#?S^?iiTL. T''f-:^-;^i57-iJ'^fflv>-C3B#KinitM»St^v:o ^^^k 

. Kmmm^m&T^^L^hfifznm^m^ (^^.9 8'c/2mmHg) r-Jit 

S^t (1. 9g, 11. 2%) =Sr?4)i^!ijfcU"r#fCo 

1 H-NMR (300 MHz, CDCI3) d .: 1 . 66 (2H, t, J = 5. 
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69Hz), 2. 20 (3H. s), 2. 43 (3H, br s) , 2. 57 ( 
2 H, b r s) , 3. 1 4 (2 H. b r s) . 
MS (FAB) m/z : 1 0 1 (M+H) +. 
[0 13 8] 

[##I?|J14] 1 Kne u ^>?v 

[0 13 91 
ms 5] 

[0 14 0] 

h (5 0. 0 g) <DmtJ<^u> (4 0 0ml) mm^^ 

OX:?^*|IT h i;a:f-;PT^ > (10 0ml) t^uuWm.'^>'^)l' (103ml 

v>-l, 2-v*;V5K^V7- h (3 1. 7g, 2 7. 7%) ^m^mtLX 

iH-NMR (300 MHz, CDCI3) ^:i. 25 (3H, t, J = 7. 
16Hz), 4. 12 (2H, Q, J = 7. 16Hz), 5. 16 (2H, s) 
, 7. 2 8-7. 3 6 (5H, m) . 
2) ^>>^;v-a:-f-;v-TV-l, 2-i^:*;v^*^v^- h 
±fB^>i;;V-j^^;u-t K9>^>- 1 , 2 -i^*;V5K^'>9- h (3 1. 0 

g) <^i^m^^>'^ (15 0ml) mmz. m.ux>x^m.mmt e r t ( 
19. imi) ^i}\\K.3mmmwLfzo KJzmzmmRm-f-hv^^TKmwitTK 

BETI?*UTV# (2 8. 7 g, 9 3. 4%) ?:;?tfl)|:Jttr^ LT^if^o 
iH-NMR (3 0 0MHz, CDCI3) ^11. 39 (3H, t, J = 7. 
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16Hz) , 4. 46 (2H, q, J = 7. 16Hz) , 5. 41 (2H, s) 
. 7. 30-7. 53 (5H, m) . 

3) 3, 6-vli Kne';^i^>'- 1, 2 -VfJ )^^'ym- I -^^^-^f^^^-r 

;v- 2 -j^^;vji;^"r;v 

JiffiTV# (2 8. 0 g) (D^^-^y (10 0ml) mUK. - 1 Ot:?^*PT 

1, s-y^^i^j^y (6 4. 0 g) ^m%^. ^ia-r-1 smmmwLfzo r^d^ 

1 -^^^i^^VJ^Xx^V- 2 -if-;VJ-:^"r;V (3 2 g) t:tSiVi^tLX^ 

fZo 

MS (FAB) m/z : 2 9 1 (M+H) +. 

4) 7^ h^ii Kneu 1 -*;vsK>Mj:-^^vj^xt-;v 

±ia^ftt>ti^ (3 2g) (r>:i-^y-)V (10 0ml) ^WL^^. 1 0%/^'7V^A 

-mm (3. 2g) ^im^immm%y. a ov^-^z mmmnx^tzo ^n^. 
u.m^^mM\^mmm^ms.y^^^\^nh^fzm.m.^m^^ m^.^ it:/im 

mHg) -CJ|ti^t-rh7l^Knifijrv>-l-:*;V5^'>mJ^'^-'V'J^X-r;V (5 
. 9 6 g, 2X@-e3 1. 1%) -^mmtX^X'^fZo 

iH-NMR (300 MHz, CDCI3) 8 \ I. 29 (3H, t, J = 7. 
16Hz), 1. 65 (4H, brs), 2. 92 (2H, t. J=5. 69H 
z) , 3. 57 (2H, t, J = 5. 69Hz) , 4, 19 (2H, q, J = 7 
. 1 6Hz) . 

5) mmit^m 

iiimVcr)\/^=-^^')'f-^^ (2. 6 4g) (r>VJ^f-)V:^'-7-)\^ (5 0ml) 
(5. 5g) <7)-:;jc^;vau— r;V (2 0ml) ^?gt% 1 NFW:6-ltTfgT^^> 4Nf 

K^jni^^m t/co - 1 0 t:i%4PT> m^mz. a o %im.\tij u atK^?^ ( i o 
^it'^m (1. 7 5g, 5 0. 3%) ^mmxntzo 

1 H-NMR (3 0 OMH z, CDCl3)<J:i.42(2H, br s), 

tfliiE#2 004-3045104 



mm2 003-115204 



^--J : 89/ 



1. 73-1. 81 (2H, m) , 2. 38 (3H, s) . 2. 48 (2H, b 
r s) , 3. 02 (2H, t, J = 5. 51Hz). 
[0 14 11 

[##^^15] 4- (6-^ h^v-3-tfi; vf;v) -5- (3 ^ 

[0 14 2] 
Hb3 6] 



[0 14 31 

1) 6-p< h^v-3 -t?';>'v:*;i'.i?4r->T;V7='t: K 
7K^'fbT;l'5^'!7Ai;f-'>A (l. 4 g) <7)x h -7 7 > (30ml) 

Ji^flgttiTKJ^T^ 6-^ h^v^n^^m^^^v (3. 1 g) 07"h7liKn-7 

y> (20ml) mwL^mK.im^^m^Lfzo mjEmza^. i ^%im.it'i-Y 

c:tt=£rm<b^f"v>' (10 0ml) ic^Mt^ ^mnm%TWi^-^rMit 
-^y-ff-y (8 g) =&][nix.8 8^^a#Lfco RfD^^-fe^-r b^t^au 

-S^ma^^;i.) T'ffiMLT^V'T't: (2. 4 g. 9 4%) tT^ffCo 

1 H-NMR (400 MHz, CDCI3) 8 \ A . 04 (3H, s), 6. 8 
5 (IH, dd, J = 8. 5, 1. 8Hz) , 8. 08 (IH, d d, J=8. 

5, 2. 2Hz) , 8. 64 (IH, d, J = 3. OHz) , 9. 96 (IH, 
s) . 

2) N- [C- (6-;^ h^v-3-fe?V:^;v) -C- (p - b v;^;vsi^- 
)V) K®?t e r t - rr^J\^:c7.7-)\^ 

fJ)V/<^ YMt e r t -•zr^)\/3.7.'r)\^ (0. 2 3 g) Ox h^li K 



MeO N 
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xny^y (0. 8ml) ^itK (0. 2ml) mmmi^p - Y ^>^y ^ >^ 

(0. 3 6 g) . ±ie6-^ v^J^^V'i^'^vT;^^ 
HhMO. 3 g) ^ iSiO^Sim (0. 4 8ml) *inx.l 8^F^4^m^tfCo R 
JStetJ:«5^m!^*^mt^ 7Ki5feW^^^-t-'2>-fcl-J^ O^^WN-^ vmt e r t- 
:/^;Vjc>?.x;V'»: (0. 52g, 6 6%) =Sr@#i: LT#7to 
iH-NMR (400 MHz, CDCI3) <J:i. 26 (9H, s), 2. 4 

3 (3H, s) . 3. 95 (3H, s) , 5. 63 (IH, br s) , 5. 8 

4 (IH, d, J = 9. 8Hz) , 6. 79 (IH, d, J = 8. 6Hz) , 7 
. 34 (2H, d, J = 8. IHz) , 7. 68 (IH, dd, J=8. 5, 2 
. 7Hz) , 7. 78 (2H, d, J = 8. 3Hz) , 8. 16 (IH, d, J 
= 2. 2Hz) . 

MS (FAB) m/z 13 9 3 (M + H) +. 

3) N- [1- (6-^ h^v-3-fe:'; v;V) -2-:^^V-2- (3-^'; 
i;)V) ij)VJ^^ KMt e r t - 'f^)^^:^7^)^ 

^mw^m^r. Jiibn- [c- (6-p< h^'>-3-evi^;v) -c- (p- 

h;vji>x;v^^;v) *;wn'5 KgJt e r t -r^^i^^x-r^v (l. 2 

g) ^ 3_^;^c;;v_ 5_ ( 2 - 1 K D ^ V j^^;v) - 4 - ^;V'f-r A 

i^nVK (8 1mg) O^^t^^l^y (2 0ml) mUK. 3 iJ 

^vr;i'T'tK (0. 3 1ml) iM^fzo KBmi^V')^^^^r<y (6. 3 

ml) 4:tlDx.. 3 5'Ct?2 3^Mm#Lyi:o 7K«rtnx-^fi£ t/zo ^hiz 

;i'*9Ai^nTK^^9 7'f- (^#-<?->-l^mJ^^^v) T-iJimLN- [1- (6 
_^ ].i^.>_3_eiJi;;V') -2-:t^V-2- (3-t?Vv;V) J^f-^V] 

K^t e r t (1 . 0 g, 9 5%) ^^^^^tLX^fZo 
iH-NMR (400 MHz, CDCI3) 8 11. 44 (9H, s), 3. 8 
9 (3H, s) , 5. 94 (IH, br s) . 6. 19 (IH, d, J = 7. 
IHz) , 6. 69 (IH, d, J = 8. 5Hz) , 7. 3 6-7. 3 9 (IH 
,m), 7. 53 (IH, d, J = 7. 8Hz). 8. 18-8. 21 (2H, 
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m) , 8. 73 (IH, dd, J=4. 9, 1. 5Hz) , 9. 14 (IH, d 
, J = 2. 2Hz) . 

4) N- [1- (6-^ b^v-3-kr'j>^;l^) -2-:^-^y-2- (3-kf'; 

_hfSN- [1- (6-p< h^v-3-e'; -2-:^-^V-2- (3-tf 

>; v';l/) i3)l^/^^ e r t (1. 0 g) <DiKit^ 

(2 0ml) ^^£^c^K^^T^ (5m i) -Srinx.. ^iar- 

(3 0ml) liZmmL. 7KJ%Tb';j:-^;VT^ V (0. 6 1ml) ^XV^ 
V (0. 3 6ml) SrM-^JPx.. mi^-ClWmmWLfz 

iJ^^y^- (✓s^-y-^-l^^j:.^;!,) -e3|tS!IL:a-^-9-^ K^ji^;i/ji;^T-;V>^ ( 
0. 4 5g, 4 5%) ^m^^tLX^Zo 

iH-NMR (400MHz, CDCI3) d I 1. 38 (3H, t, J = 7. 
IHz) , 3. 89 (3H, s) , 4. 36 (2H, q, J = 7. IHz) , 6 
. 43 (IH, d, J = 7. 3Hz) , 6. 71 (IH, d, J = 8. 6Hz) 
, 7. 40 (IH, dd, J = 8. 1, 4. 9Hz) , 7. 57 (IH, dd, 
J=8. 5. 2. 4Hz), 8. 22-8. 25 (2 H, m), 8. 41 (IH 
, br s) , 8. 76 (IH, d, J=4. 4Hz) . 9. 16 (IH, d, 
J = 2. 4Hz) . 

5) mm^t^m 

M^^H^T^ia-e. 7i~;v.-^;^7'f :^ (0. 9 2 g) Oi^^b^^^W 
(2 0ml) mm^. ^:3r^^uujL^-y (0. 6 9 g) . h V^'f-J^^T^y ( 
0. 9 8ml) 5.«^-tl5:^-4r-9-^ KmJ^^;i'^:^'r;v# (0. 4 g) om^k^-^ 

(10ml) omm^WLtzo BiJBmm^m.&r^^L. 
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^Axm,mLfzo mmk. i^s.rmmi^^Lnhfifzmmt:i^v:^r)i^i3^2. 

^u-^yyyy^ - (^^-^-^-t^m^^^^) -effli^ L^S^fb-a-tJ (0. 2 5g 
,6 6%) t:m^^tLxmzo 

iH-NMR (4 0 0MHz, CDCI3) dll. 47 (3H, t, J = 7. 
3Hz) , 3. 97 (3H, s) , 4. 54 (2H, q, J=7. 3Hz) , 6 
. 82 (IH, d, J=8. 8Hz) , 7. 38 (IH, d d, J = 8. 1, 4 
. 9Hz) , 7. 86 (IH, dd, J = 8. 5, 2. 4Hz) . 7. 98 (1 
H. d, J=8. IHz) , 8. 42 (IH, d, J=2. 4Hz) , 8. 65 
(IH, d, J = 4. 8Hz) , 8. 91 (IH, d, J = 2. 2Hz) . 
[0 14 41 

[##I?!116] 5- x.=.)V) -4- (3 -t:"'; vJl') ^f^-^" 

[0 14 5] 



[0 14 6] 

1) 4-7;v5i-n-N- (3-t?'; v;vp«^;v) ^yXr^Y 

3- (T^^'^^^V) (5. 4 g) Oii-fb^-^VV (lOOml) ^ 

T^tC7X?^T, Y^)x.^)vr^> (10. 5ml) hMb4-*7;v:^n^>'V^;v 
(8. 7 g) V ^ (2 0ml) ?#?i^=SrUnx.. Mia-C 1 ti'^io 



Hk3 71 




[ />-COjEt 
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g, 9 8%) ^mm^tLxm-^o 

iH-NMR (4 0 0MHz, CDCI3) a:4. 66 (2H, d, J = 5. 
6H2) , 6. 60 (IH, br s) , 7. 12 (2H, d, J = 8. IHz 
) , 7. 2 6-7. 3 0 (IH, m) , 7. 71 (IH, d. J = 7. 2Hz) 
, 7. 7 9-7. 8 3 (2H, m) . 8. 55 (IH, d, J=4. 6Hz) , 
8.6 0 (1 H, s) . 

2) N- (4 -7;i/:}-n^>v^;v) -N- (3-vf >^;v^^;v) ^^v/^^ K 

e r t —y'f-}l'^^7')^ 
Mi^-C. _tffi^>XT^ K# (1 1. 3g) ^4r-vV^;VT^y tfUvV ( 
0. 6 g) OT-bh-hiJ;l/ (5 0ml) ^fl^tw, i^- t e r t 

h (16. 1 g) <oT-th-hv;v (20ml) vtrK^jjDx. 1 9mmmwv 

- (^^■»^>-I^i^^^;^) -efflmti^^W^^ mt e r t -7'^;i/J^^'r;i/#: 
(14. 9g, 9 2%) t LXnfZo 

1 H-NMR (4 0 OMHz, CDCI3) d l 1. 18 (9H, s), 4. 9 
7 (2H, s), 7. 07 (2H, t, J = 8. 5Hz), 7. 25-7. 29 
(IH, m) , 7. 51-7. 54 (2H, m) , 7. 78 (IH, d, J = 7 
. 9Hz) , 8. 53 (IH, d, J=4. 6Hz) , 8. 70 (IH, s) . 

3) N- [2- (4-7;V:J-n7i-;V) -2-:t^V-l- ( 3 - tf 'J ->*;V) 
jc^;!/] :^;Wn*^ KM t e r t 

^##H^T- 7 8 "C?^*PT% i^^ V yn e;WT ^> (2. 1ml) ON, N 
' --J>i^)V':fu\£U>^ur (0. 9ml) ii-r h^Ti Kn-7^> (10ml 
) 1. 5 6Mn-y^;V';^'t7A<^^^^?->'^?gt (9. 6ml) * 

inx.. i^F^m^l^L/io KBmz±Ui3}V/^^ mt e r t -7''5^;v^;^-r;v# 

(1. 6 5 g) b7li Kn^v:^ (2 0ml) St^^^JDx. 1 B$r^m#t/io 
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) -effiMLN- [2- i4:-y)Viruy _2-^4rV-l- (S-tfV':^ 

)U) i^ju/^^ K^t e r t (1. 0 g, 6 1%) ^@ 

1 H-NMR (400 MHz, CDCI3) $ : 1 . 43 (9H, s), 6. 1 

0 (H, br s) , 6. 26 (IH, d, J = 7. IHz) , 7. 09 (2H 
, t, J=7. 8Hz) , 7. 2 2-7. 2 6 (IH, m) , 7. 64 (IH, 
d, J = 7. 8Hz) , 7. 9 5-7. 9 9 (2H, m) , 8. 52 (IH, d 
, J = l. 5Hz) , 8. 6 5 (IH, s) . 

4) 2-T^y-l- (4-'7;V:^-n7jL-;V) -2- (3-tf';i?;V) ^^^^ 

JilfiN- [2- (4 -•7;v:tn7i-;w) -2-^^v-l- (3-t:'';v;v 
) :^;w^*5 e r t (1. 0 g) ^fmi^m.^d^ 

(10ml) KmmL. m^-^i AwmmnLtzo KBmm^m&T 
^^Lj:-^y>-mmm.i^ (o. 9g, ^mi^tLxn. m^-t^h^t^j: 

iH-NMR (4 0 0MHz, DMSO-de) ^:6. 45 (IH, br s 
) , 7. 35 (2H, t, J=8. 8Hz) , 7. 51 (IH, m) , 7. 92 
(IH, br s) , 8. 10-8. 14 (2H, m) , 8. 60 (IH, d, 
J=4. 9Hz) , 8. 82 (IH, s) , 8. 99 (3H, br s) . 

5) N- [2- (4-*7;V:tn7i^;l/) -2-^^y-l- (3-\£VP)l^) 

msT% y >-m.m^4^ (1. 0 g) <Dm.it^^\^z^ (2 0mi) 

^^TVV:i^^)\^r^> (1. 4ml) tJ^^)]^^^'*yV)l^^r3^)}^ (0 

. 4 4ml) t:i}\[x.immmwLtzo Emmzmi^m^mi-hv^^Ti^mm^ 

tLfc^^*v';*y;v*9A^^n-7h^77^- (^^■«?->'-S^^^-f-;v) -CJlt 
iSlt:^^"9-5 (1. 1 g, ^»6<j) LT#7to 

1 H-NMR (400 MHz, CDCI3) 38 (3H, t, J = 7. 
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3Hz) , 4. 36 (2H, q, J = 7. 3Hz) , 6. 49 (IH, d, J = 

7. 4Hz) , 7. 12 (2H, t, J = 8. 3Hz), 7. 2 5-7. 2 8 ( 
IH, m) , 7. 71 (IH, dd, J = 5. 9, 2. 2Hz) , 7. 98-8 
. 02 (2H, m) , 8. 5 4-8. 5 6 (2H, m) , 8. 71 (IH, d, 
J = 1 , 5 H z ) . 

6) mmit^^ 

±fa:t^"9-^ K^J^^;v^-:^x;v# (1. 0 g) tii^^^vJ^'fb'; > (O. 8 5 

ml) ^mx., 1 0 5x:'viwfs\mwLtzo 7K7K^c*)^t^ ^m^mi-y 
(0. 2 2g, 2 3%) ^mmotLxmzo 

1 H-NMR (4 0 OMH z, CDCI3) ^:i. 47 (3H, t, J = 7. 
IHz) , 4. 55 (2H, q, J = 7. IHz) , 7. 13 (2H, t, J = 

8. 3Hz) , 7. 3 5-7. 3 8 (IH, m) , 7. 6 3-7. 6 7 (2H, 
m) , 8. 00 (IH, dd, J = 7. 8, 4. 9Hz) , 8. 63 (IH, d 
, J = 4. 9Hz), 8. 88 (IH, s). 

[0 14 7] 

[##f?!ll7] 4, 5->^-7i-;i':e-^-9-V-;v-2-:*;V>K>m-3:-^;V'3:x-r 
;V 

10 14 8] 



UtS 8] 




[0 14 9] 

(5. Og) <^-rh7t:Kn79> (100ml) ^WiK. OVX^ 
bVaif-;VT5> (4. 93ml) tJ^^)\^-t^'^^))l^^uvy (2. 90ml 

) =^Jpx.. miaT'4BtTO#t^wo itDfz:^^t»^?iSUt> ii^^^^^*t# 
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hfifzm^iWpm (loomi) KmmL. m^x-Wpmr>'ec=.tyA (9. 0 
x-m^Lm.mit^^ (1. sesg, 20%) ^mi^tLxmzo 

iH-NMR (400 MHz, CDCI3) 511. 46 (3H. t, J = 7 
IHz) , 4. 52 (2H, q, J = 7. IHz), 7. 35-7. 41 (6 
, m) , 7. 6 5-7. 7 0 (4H, m) . 
MS (EI) m/z : 2 9 3 (M+) . 
[0 15 0] 

[##iaji8] 2- (6-^ >^'>-3-tfu v^i') -1- (2-tf';>^;v) 
1 H - ^ ^ r V*- 4 - 

[0 15 1] 
['fk3 9] 



2-T^/li';v^> (5. 4 7 g) i: 6 h^v^n^/- h ^'V (8. 



3 g. 6 9. 2%) LT^f yjio 

iH-NMR (300 MHz, CDCI3) *:3. 99 (3H, s), 6. 
1 (IH, d, J = 8. 7Hz) , 6. 94 (IH, t, J=6. 2Hz) , 
. 26 (IH, d, J=2. IHz) , 7. 65 (IH, dt, J = 7. 7, 
. IHz) , 8. 19 (IH, dd, J = 8. 7, 2. 7Hz) , 8. 30 
H, dd, J = 6. 2, 3. 9Hz) , 8. 68 (IH, d, J=2. IHi 



2 
1 

8 

7 
2 




[0 15 21 

1) 6-^h^'>-N- (2-if';v^;v) -=r^:^r^>^> 
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MS (FAB) m/z : 2 2 9 (M+H) +. 

2) 2- (6-^ >^v-3-euv^;v) -1- (2-li';v;i/) -iH--r^ 

_hfg^3^>T5>^># (1. 1 4 g) ii'rv^\£)V\£ymJ^'f-f^ (1. 3g 
) Oxh9liKn79> (25ml) m^i^. imMmrf h V J^^)VT ^> (0 
. 8 4ml) *Snx.l^F^3jni^®»!tt/io ^J^m^ R«ic-7'n^e;i/e>m^ 
(1. 3 g) *3iJnU7NFKiPitMgiEL7to ^hiz. ^J^t^. rn-te;nf 
(1. 3g) tv-V9\^Vuy^> (25ml) Trillin L 1 6 Nf^^D 

YV^y^- (^^-^-^-f^m-^i^^v) -efflttL 1 H-^ ^ ^v^-;v-4-*;i' 

(3 0 2mg. 18. 6%) ^m^^tLX^fZo 
1 H-NMR (300 MHz, CDCI3) 8:1. 41 (3H, t, J = 6. 
9Hz) , 3. 92 (3H, s) , 4. 43 (2H, q, J = 6. 9Hz) , 6 
. 71 (IH, d, J=8. 7Hz) , 7. 07 (IH. d, J=8. IHz) 
, 7, 38 (IH, m) , 7. 76 (2H, m) , 8 . 1 2 ( 1 H, s) , 8. 
13 (IH, d, J=2. 7Hz) , 8. 59 ( 1 H, m) . 
MS (FAB) m/z : 3 2 5 (M+H) +. 

3) mmit^m 

±151 H-'f 5 ^5^V*-;v- 4 -:^?;^Ji^'>'M^-^;i^^X-r>'^# (6 0 0mg) * 
fflv>t:> ##^?IJ1<7)3) i:l^^<75:&i*'e^M'fb'^t> (5 5 5mg, 5cS&«J) =SrT 

1 H-NMR (3 0 OMHz, CDCI3) a : 3. 94 (IH, s), 6. 7 
3 (IH, d, J=9. 3Hz) , 7. 12 (IH, d, J = 7. 8Hz), 7 
. 41 (IH, m) , 7. 73 (IH, d d, J=8. 7, 2. 4Hz) , 7. 
80 (IH, dt, J = 7. 8, 2. 4Hz) , 8. 16 (IH, dd, J=9 
. 3Hz, 1. 5Hz) , 8. 60 (IH, m) . 
MS (FAB) m/z 12 9 7 (M + H) +. 
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[0 15 31 

[##^?ai9] [1, 4] 

[0 15 41 
{i\:4 01 

HN^ p 

[0 15 51 

1) [1,4] ^^-^--feVN-:^- 5-:t:^ 

7K?pT^ x h^li Kn-4H-lf7>-4-^> (9. 8 0 g) <7)^:^^ (5 
0ml) mWUZ. TvMb-^ h -^A (17. 8 g) ^ 4 0 ^m-^^nxlJU^. 30 

. mymm-^^^-^i^^-i^x-^mi^fzo mm^k. mm^mmT^^L [i, 4] :t 

^■^^^■^-y-5--ty (5. 3 4g, 4 7. 4%) UTtfT^wo 
iH-NMR (3 0 0MHz, CDCI3) 812. 7 0-2. 7 4 (2H, m 
), 3. 32-3. 37 (2 H, m), 3. 75-3. 83 (4H, m), 6. 
3 1 (1 H, b r s) . 
MS (FAB) m/z 1116 (M+H) +. 

2) mm^t^m 

y v^mWi (IS. 2ml)JC±ia[l, 4] ^a-^-9-bVN°>-5-^:^ (1. 6 
g) Of-b^bKn^^^ (6 4ml) 2 O^f^T&^ttTiiTm^ Mia-e3 

^■9->?#fl8t (1 3m 1) (6ml) ^tWx.lWmi3m^^LfZo ^ 

}%m> 1 M^m^TKM (60ml) . tK^ :5:D^lim^^>'V*Snx.^?S 

A'cn.^Lfzo m^m. mm^m,mr^^Lm.mit^m (1. i9g, 8 8. 4 
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^-v : 99/ 



iH-NMR (300 MHz, CDCI3) S 1. 83-1. 91 (2H, m 
) , 2. 9 3-2. 9 9 (4H, m) , 3. 7 0-3. 8 3 (4H, m) . 
[0 15 6] 

[##t?!I2 0] 3 -;»^^;Vtf^vv>'- 1 -i^iV^K^gSt e r t -7'f•J^J^;^T■ 
;^ 

[0 15 7] 
[it4 1] 

/ 0-"-N^ ^NH 

[0 15 8] 

2- (t e r t -y^;V5!;;W*'— ^v') - 2 -Ti-JVT-t h— h 
V)^ (7. 8 7 g) O-f h^li Kn"7^> (100ml) ^f^LK^ 0'C't?2-j>^ 

^;i/e--?^>^> (3. i9g) ^M^2nmmwLtzo KBmm'tm&T^s^L 
>^^T/p<iS^y'-;v^?g[) -^mm^Lmmit^m (5. 7 0g, 8 9%) 

iH-NMR (400 MHz, CDCI3) 8 : 1 . 05 (3H, d, J = 6. 
4Hz) , 1. 46 (9H, s) , 2. 40 ( 1 H, b r) , 2. 65-2. 8 
4 (3H, m) . 2. 9 0-3. 0 0 (IH, b r) , 3. 94 (2H, b r) 

MS (ES I) m/z : 2 0 1 (M+H) +. 
[0 15 9] 

[##^2 1] 3, 4-v^p«^;m*^9>^:^-l-:*;l''Ki'^t e r t-'r-f-;v 

[0 16 0] 
[^1^4 2] 

[0 16 1] 
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##^?1J2 0<7)3 -^^-'Vtr^^vV- 1 -*;V>K>Mt e r t -T'f-^VJ:-:^^ 
^l- (5. 7 0 g) (10 0ml) ^m^. ^iSt? 1 0%^^°^>^'^A 

(0. 5 9 g) . 3 5%'J^;V-7V (9. 7ml) , ^^t^'lMmm--^^ 
^y-}mm. (3 1. 3ml) -Srinx,. ^jc^^H^TT- 1 S^fflm^l^LyJio 

^mLfzo mmk. mm^ms.T^^Lnhfifzmm'ti^V'^y)^^^^^^-^ 

Y^^y^- (iJ'nn?^;VA-p{ ^y-;v) X-mULmm<t^^ (3. 1 0 g, 

5 1%) ^rnmut Lxmzo 

iH-NMR (400 MHz, CDCI3) ^:i. 04 (3H, d, J=6. 
3Hz) , 1. 46 (9H, s) , 1. 9 5-2. 2 0 (2 H, m) , 2. 28 
(3H, s) , 2. 5 0-2. 7 8 (2H, br) , 2. 9 0-3. 0 5 (IH 
, b r) , 3. 8 8 (1 H, b r) . 
MS (E S I) m/'z : 2 1 5 (M+H) +. 
[0 16 2] 

[##^2 2] 1, 2-vp{^-'Vtf^y v> h U 7;v:tni^^:^ 
±|B##f?!l2 1<^3, 1 -fj)l^^>Mt e r t -r 

•f-;V>c;;^-r;V (3. 1 0 g) <r>m^:^^V:/ (3 0ml) MzS-e > 7 

;V:fnf^m (1 5ml) ^Jn^T mwm#LfCo RJS?#^^i^l±Tll* tT# 
:^v:^S«:r^nn.i>;i.A-jc-x;V56^f>^B^B'fb^ii^Lm®<b'^tf (2. 7 5 6 g 
,56%) *#7^io 

iH-NMR (4 0 0MHz, DMSO-de) 24 (3H, d, J = 

6. 4Hz), 2. 30-3. 70 (10 H. br). 
MS (ES I) m/z : 1 1 5 (M+H) +. 
[0 16 31 

[##M2 3] 1- (6-^ h^v-3-eU v^;V) -5-7a:-;l'-lH- [ 

1, 2, 4] b';Ty-;i'-3-*;vs^'>^ . 
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[0 16 4] 

MeO'^N 

[0 16 51 

1) 2 — ^^'/'f ^VT^ >'"7n>@^vJi-^;vj^x-r;v 

(5. Og) (Dmt^t^)l^ (lOml) ^iSSr lNFKJni!tJl»£L7t 

o KJiBmm^mB.T^s^Lnhitfznm^^i\:^^i^^^ (5 0mi) k 
mmL. r<y'^^>m.'yj=-^}^^^7"}^^Wkm. (?. 5 3g) ^m^nmrn 

(8. 2 6 g, 72%) 4:T-=e;V7TXt tT#fv:o 
iH-NMR (400MHz, CDCI3) ^:i. 32 (6H, t, J = 7. 
IHz) , 4. 2 5-4. 3 8 (4H, m) , 5. 35 (IH, d, J = 6. 8 
Hz) , 7. 12 (IH, d, J=6. IHz) , 7. 4 3-7. 4 7 (2H, 
m) , 7. 5 2-7. 5 6 (IH, m) , 7. 8 3-7. 8 6 (2H, m) . 
L C-MSm/z -.2 8 0 (M+H) +. 

2) 1- (6-^ h^v-3-e'; v;v) -5-"7i-;l/-lH- [1, 2, 4 

OrJ^SPT. 5-T5>'-2-^ b^^^eUv'V (1. 5g) Oi^m(8ml 
) ^itJ^m (2ml) ^T^IC. MUg^-t-h'; 'i'A (828m g) (TJtK (5ml) 
^|g=£:?iTU 1 S^mmWLfZo -l 5W*nT. ±.fS2-^>W;^# (3 
. 0 g) <^T-feb> (2 0ml) V^^A (15. 2 g) OtK (2 0 

ml) ^?£«r^^ IcUnx., or-ei^lS^^L/to aStStl^i^mJ^^^l'^SrUnx.^ 
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^-v : 102/ 



K-^ (4 1 4mg) ^m^. 1. smmmwLfzo KiBmm^m 

>-f^^j:.^;V) -efflliLlH- [1, 2, 4] h V TV-)V- 3 --^ )\^^'>m. 
pi^;Vjc;^-r;V'l^ (1. 5 6 g, 4 2%) ^mVmMtLxnfZo 
1 H-NMR (400 MHz, CDCI3) S : A. 01 (3H. s), 4. 0 
6 (3H, s) , 6. 82 (IH, d, J = 8. 8Hz) . 7. 35-7. 47 
(3H, m), 7. 53-7. 55 (2H, m), 7. 61 (IH, dd, J = 
8. 8, 2. 7Hz) , 8. 28 (IH, d, J=2. 7Hz) . 
MS (ES I) m/z : 3 1 0 (M+) . 

3) mmit^!^ 

±IB1H- [1, 2, 4] hUTy-;i/-3-*;i'jJ^*>^p<^;v^x-r;v# ( 

1. 5 6 g) <D:<^y-)V (20ml) iixh^liKn^^:^ (10ml) 

rnrnK. ^ux-iM^7m^\:'i-y')^^7i^mm. (smo ^mx.6mmmwLfz 

X-^mLfZo liSim> •^S^i^ffiTlg^t^Mjb'^tJ (9 9 8mg, 6 6%) ^ 
T'^fVyT:^tLX%fzo 

iH-NMR (4 0 0MHz, DMSO-de) ^ : 3. 90 (3H, s) , 6 
. 97 (IH, d, J = 8. 8Hz) , 7. 4 3 -7. 4 8 (5H, m) , 7. 
85 (IH, br d, J = 7. 8Hz), 8. 28 (IH, s). 
LC-MSm/z : 2 9 7 (M+H) +. 
[0 16 61 

[##M2 4] 5- (4 -•7;V>}-n7^-;W -1- (6 -p« h^v- 3 -if V 

1^)1^) - IH- [1, 2, 4] b';Ty-;v-3-:*;v>^*>'m 

[0 16 7] 
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^->^: 103/ 



Ut4 4] 



MeO N 

[0 16 8] 

1) 2— (4 -^^V^fn^-ovM^V) y'Tn>^vJi'^;l/JiX-r;V 
4-7;V:t-n^Jt#^ (5. 5g) ^rfflv^T. ##t?fl 2 3 <0 1 ) i: |W|#<^::^:& 

-e4-7;i':i-n^>V^;v# (7. 8 7 g, 68%) «:T^;V7T;^fc tT#7t 

o 

1 H-NMR (400 MHz. CDCI3) 8 l I. 33 (6H, t, J = 7. 
IHz) , 4. 2 6-4. 3 8 (4H, m) , 5. 33 (IH. d, J = 7. 0 
Hz) , 7. 06 (IH, d, J = 6. 3Hz) , 7. 11-7. 17 (2H, 
m) , 7. 8 4 - 7. 8 9 (2 H, m) . 
LC-MSm/z : 2 9 8 (M+H) +. 

2) 5- (4-7;i':i-n7i-;v) -1- (6 h ^'>- 3 - t?U >^;W -1 
H- [1, 2, 4] h';Ty-;v-3-*;V'-}?>®ep«-f-;^J^;^T-;v 

y-2 h^vt:'; (1. 3 9 g) h±|B4 -7;V;^-n^> V* 

-r;!'^ (3. og) t^m^^x. m^m2 3<D2) tm^o-^^TYVTV-}i^ 

-3-:^7;l'?K>^^^;i'^X-r;V'ft: (1. 73g, 53%) *T^;W7TXi:L 

1 H-NMR (4 0 OMH z, CDCl3)^:3. 98(3H, s),4. 0 
6 (3H, s) , 6. 83 (IH, d, J = 8. 8Hz) , 7. 07 (2H, t 
, J=8. 6Hz) . 7. 5 4-7. 5 7 (2H; m) , 7. 61 (IH, dd 
, J=2. 9, 8. 8Hz) . 8. 17 (IH, d, J = 2. 7Hz) . 
LC-MSm/z : 3 2 9 (M + H) +. 

3) ^mit^m 

±iah VTV-;v-3-*;V'i^>@J;>«^;v«7";u# (1. 7 3 g) ^fflv>-c 
^ ##M2 3<7)3) tWim<0-^mxmmit^% d. 2 7g, 77%) =SrT«=e;V 
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1 H-NMR (4 0 OMH z, CDCI3) d : 3. 99 (3H, s), 6. 8 
5 (IH, d, J=8. 8Hz) , 7. 07-7. 11 (2H, m) , 7. 55 
-7. 58 (2H, m) , 7. 63 (IH, br d, J=9. OHz) , 8. 
19 (1 H. s) . 

LC-MSm/^z : 3 1 5 (M+H) +. 
[0 16 9] 

[##iaj2 53 5- (6-;^ h^'>-3-tf'j - 1 -7^^;^- 1 H- [ 
1, 2, 4] WT-/-)l^-3-iJ)Vyt-'>m. 
[0 17 0] 



[0 17 1] 

1) 

6-p< >4rv^=r^>'^p<-^;V (6. 7 g) (Op^^^-^W (6 Oml) ^?^tw 

. Mi^r- 1 m^7xm'^k:^ v v ^Ti^mm ( 4 5 m i ) ^m^?. 5 NpFaim^ t 

;&fmH^*:?riiiit^^i^L6-p« h^V-n^vm (5. 1 9 g. 8 5%) 

iH-NMR (4 0 0MHz, DMSO-de) 3:3. 92 (3H, s) , 6 
. 90 (IH, d, J=8. 6Hz) , 8. 14 (IH, d d, J=8. 6, 2 
. 2, Hz) , 8. 73 (IH, d, J = 2. 2Hz) , 13. 04 (IH, b 

r s) . 

LC-MSm/z : 1 5 4 (M+H) +. 

2) 2- (6-^ h^v-3--3^/^;v) y'7n>^v*JC^;Va:->?.X^V 
±156-^ h^v-n^^m (1. 9 8 g) . h »; J^-f-;VT 5 > ( 1 . 9 8m 
1) > /•7n>'mv^j:.^;Vj:.X-r;i^mm^ (3. 0 g) ^ JSLZJ^l-y^VU^ 
v^VV^h U Ty-;i' (174mg) (ON, N- ^^Vj^^I'A T ^ K (20m 
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Y^WM. (2. 7 2 g) ^rJnx.. MMX' ^nmW^l^fZo UJ^mKii^ 

y-7n>'^v?j:.^;vac;^-r;i/# (3. 3 9 g. 8 5%) ^Sr#/co 
iH-NMR (400MHz, CDCI3) ^:i. 29-1. 34 (6H, m 
) , 4. 00 (3H, s) , 4. 2 7-4. 3 8 (4H, m) , 5. 32 (IH 
, d, J = 6. 8Hz) , 6. 79 (IH, d. J=8. 5Hz) , 7. 02 ( 
IH, d. J = 6. 5Hz) , 8. 02 (IH, d d, J = 8. 6, 2. 5Hz 
) , 8. 6 9 (1 H, d, J =2. 5H z) . 
MS (ES I) m/z : 3 1 1 (M+H) +. 

3) 5- (6-^ h^v-3-e'; - 1 --70^-;^- 1 H- [1, 2, 4 
T^V> (4 8 4// 1) ^±IBr ^ /•rn>'^v?j:.^;Vjii;^T-;v#: (1. 5g 

) ii^fflv^T. ##^J2 3(7)2) h|si;jt(7):^-^-e b VTv*-;i'-3-:^;;v?}?;xm 

^^;l/j^;^7=-;i/#: (1. 1 2 g. 7 5%) * r^;i/7 t X LT^f^o 
1 H-NMR (400 MHz, CDCI3) d:3. 94 (3H, s), 4. 0 
6 (3H, s) , 6. 73 (IH, d, J=8. 8Hz) , 7. 39-7. 42 
(2H, m) , 7. 4 6-7. 5 0 (3H, m) , 7. 79 (IH, dd, J = 
8. 8, 2. 4Hz) , 8. 29 (IH, d, J=2. 4Hz) . 
MS (ES I) m/z : 3 1 1 (M+H) +. 

4) mm^.-^ 

IIWJ2 303) i:|WI;m<^):^^-eaM'fb'B'«^ (9 0 3mg. 7 7%) L 

1 H-NMR (400 MHz, CDCI3) ^:3. 95 (3H, s), 6. 7 
3 (IH, d. J=8. 8Hz) , 7. 41-7. 44 (2H, m) , 7. 49 
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-7. 51 (3H, m) , 7. 79 (IH, d, J=8. 6Hz) , 8. 30 ( 
IH, s) . 

LC-MSm/z 12 9 7 (M+H) +. 
[0 17 2] 

[##^J2 6] 1- (6-^ h^v-3-ev -5- (4-^^;V7jlc^ 

- IH- [1, 2, 4] h'JTi/-;i'-3-*;V'i^'>m 
[0 17 31 
[^k4 6] 



1) 2- (4 ;v) y^n>^vJi'^;va^xx;V' 

4- ^^;l^^m#^ (3. Og) y'rn>^>?Jc^;VJCj;^T-;i/:^^:^ ( 
5. 1 2 g) fc=Srffl</>T. 2 5 <^> 2 ) tmm<7)yj^X\ 2- (4-^^;V 

r 5 y'^n^i^i^i^;^^;^^;!' (2. 4 5 g, 3 8%) «r@#:t t 

iH-NMR (4 00 MHz, CDCI3) ^:l. 32 (6H, t, J=7. 
IHz) , 2. 41 (3H, s) , 4. 2 5-4. 3 7 (4H, m) , 5. 34 
(IH, d, J=5. 2Hz) , 7. 08 (IH, d, J = 6. 6Hz) , 7. 
26 (2H, d, J = 2. OHz) , 7. 74 (IH, d, J = 8. IHz) . 
LC-MSm/^z 1 2 9 4 (M+H) +. 

2) 1- (6-p{ h^v-3 -t?U v^^V) -5- (4-^^;l'"7i-;V) -IH 

- [1, 2, 4] h';Tv*-;v-3-*;v:^:/^;^"^;v-:»:-x-f ;v 

5- T^y-2-p{ h^vlfV (7 0 0mg) t±fB2- (4-^-f-;i'7 
ir^;l/) T^y-7n;/^>?j^^;Vj^;^x;V (i. 5 g) t^M^^X^ ##M2 3 

02) |si^<o:^^t? 1 - (6-p< h^->-3-tfVi^;v) -5- (4-^^;v 
7i-;v) -IH- [1, 2, 4] >i;TV-;v-3-:*;v5j?>^;^'^;vj^:^-r 

;V(3 4 9mg, 2 1%) ^mi^tLxntZo 



MeO N 




[0 17 41 



tiJiE# 2004-3045104 



#M 2003-115204 
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1 H-NMR (400 MHz, CDCI3) 5 12. 37 (3H, s). 3. 9 
8 (3H, s) . 4. 05 (3H, s) , 6. 81 (IH, dd, J=7. 8, 
0. 7Hz) , 7. 17 (2H, dd. J = 8. 5, 0. 5Hz) , 7. 4 3 ( 
2H, dd, J = 6. 6, 1. 7Hz) , 7. 61 (IH, dd, J=8. 6, 
2. 7 Hz), 8. 18 (IH, dd, J=2. 7, 0. 7Hz). 
MS(ESI)m/z:325 (M+H) +. 

.3) m.mi\:^<^ 

JilBl- {6-:^ y^i^-3-}£')-J)V) -5- (4 -1 
H- [1, 2, 4] h 1; TV*-;V- 3 -^^V'-K^^^f^^VJ^;^-^;^ (3 4 0mg 
) =SrfflV*T. ##M2 303) t |5|^0:^&T-^®^l:'^i^ (2 5 7mg, 7 9% 

) ^ma^tLxntzo 

1 H-NMR (400 MHz, CDCI3) S : 2. 23 (3H, s), 3. 9 
5 (3H, s) , 6. 75 (IH, br d, J = 8. IHz) , 6. 72-6 
. 95(2H, br m), 7. 25-7. 35 (2H, br m),7. 61 

(IH. br d, J = 7. 8Hz) . 8. 14 (IH. s) . 
MS(ESI)m/z:310 (M+) . 
[0 17 5] 

[##M2 7] 5- (6-P< b^v-3-ll*'; -1- (4-^^;V''7i^ 

- IH- [1, 2, 4] h'JTV-;i/-3-:*;v>K>ffi^ 
[0 17 6] 



[0 17 71 

1) 5- (6-p< h^>'-3-e';>^;i/) -1- (4-^^;V7 - IH 
- [1, 2, 4] Y')T^/-)V'-3-lJ)l^y^>m^^)^^:^7-)l^ 

p-Y)V4'J^y (4 5 6mg) t^m2 5(D2) <D2- (6-pih^'>-3 

y ^n>'^>?a:.^;l/a:.;^7=-;l/ (1. 2 g) t^m^^X^ ^ 
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#^2 5 CO 3) tmm<7):f3^x-5- (6-^ h^v-s-kf; v^;v) -l - (4 

-p«f-;i/-7i^;l/) -IH- [1. 2, 4] h';TV->»^-3-*JV"K>^p<^ 
;l/aL;^x;V (550mg, 44%) iMii^tLX^fZo 

1 H-NMR (400MHz, CDCI3) S I 2. 42 (3H, s), 3. 9 

4 (3H, s) , 4. 05 (3H, s) , 6. 73 (1 H, d, J=8. SHz 
) , 7. 2 6-7. 2 9 (4H, m) , 7 . 8 1 (IH, dd, J=8. 6, 2 
. SHz) , 8. 28 (IH, d, J=2. 4Hz) . 

LC-MSm/'z : 3 2 4 (M+H) +. 

2) mm^t^m 

_hfa5- (6-> h^v-3-tfU v;i') -1- (4 -p^ f-;^^^-;!/) -1 
H- [1, 2, 4] Ynr'/'-)l^-3-i})l^^>W.^'f-)^J^:^7'J^ (5 5 0mg 

) ^ffiv^T. ##M2 302) tmm<r>ifmxmm^t^^ (4 8 9mg, 93% 

1 H-NMR (4 0 OMHz, CDCI3) d : 2. 43 (3H, s) , 3. 9 

5 (3H, s) , 6. 75 (IH, d d, J = 8. 8, 0. 7Hz) , 7. 26 
-7. 32 (4H, m) , 7. 83 (IH, d d, J = 8. 8, 2. SHz) , 
8. 31 (IH, dd, J = 2. 5, 0. SHz) . 

LC-MSm/z : 3 1 1 (M+H) +. 
[0 17 81 

[##M28] 1- (4->{^;v7i-;v) — 5- (6 3 -bf'j >^;u 

) - IH- [1, 2, 4] Y^)Ty-}l^-3-iJ)l^^yM^t^^^^^^^ 
[0 17 91 



[0 1 8 Ol 

1) 2- (6-pi^;v-3-— r 5yrn^^>?i^;i/j^;^-r;v 
6-^^;v^:3^>^ (2. 0 g) tr^ ^'7u>^'yjL^)VJL:^f-}v (3. 



['fb4 81 
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4 9 g) ii^fflv^T. ##^2 5<^2) tmm.(D:fj^X' 2 - (6-;<^;v-3- 

y •7n>^vJ^^;VJL;?.T-;v (2. 5 g, 5 7%) -SrH^^t 

iH-NMR (400 MHz, CDCI3) 8 : 1 . 34 (6H, t, J=7. 
IHz) , 2. 62 (3H, s) . 4. 2 5-4. 3 8 (4H, m) , 5. 33 
(IH. d, J=6. 6Hz) , 7. 11 (IH, d. J = 5. 9Hz) . 7. 
25 (IH, d, J = 6. 6Hz) , 8. 03 (IH, dd, J=8. 1, 2. 
4Hz) , 8. 96 (IH, d, J=2. 4Hz) . 
LC-MSm/z : 2 9 5 (M + H) +. 

2) mmit'km 

p-h;v-rv> (5 2 1mg) i:±IB2- ( 6 3 -^n^y ^ ;v) 
r 5 y-^n v^>?ji^;i/j^;^.-r;v (1. 3 g) fc^fflv^r> ##M2 3<03) 

i^^(^:^^-c^M<l:'g-tJ (7 7 7mg. 5 7%) ^mi^t Lxmzo 

1 H-NMR (400 MHz, CDCI3) a : 2. 42 (3H, s), 2. 5 
8 (3H, s) , 4. 05 (3H. s) , 7. 1 8 (IH, d, J = 8. IHz 
) , 7. 26 (4H, m) , 7. 84 (IH, dd, J = 8. 1, 2. 2Hz) 
, 8. 5 6 (1 H, d, J = 2. 2 H z) . 
MS (ESI) m/z : 3 0 8 (M+) . 
[0 18 1] 

[##^J2 9] 1- (4-^ h^v^i::^;^) —5- ( 6 - ^ 3 - ^'j 

;v) - IH- [1, 2, 4] h';TV-;i/-3-;^7;v>K>m 

[0 18 2] 
Ut4 9] 



[0 18 3] 

1) 1- (4-pi b^vVi-;!') — 5- (6-^^JV-3-tri; v?;V) -IH 
- [1, 2, 4] h 1; Ty-;i/- 3 -:*;V'-K>^y ■^->l'J^X-r;V 
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p-T-vvV (4 6 1mg) h##^J2 8<7)l) <r>2- (6-^^;V-3- 
r^J-^u-y'mry:x-^)\/x.7.7-)\^ (1. 0 g) h=S:fflv^T> ## 
«?!I2 3<^3) i: iS|;^<D:^^-e 1 - (4 b ^ — 5 - (6-^^;v 

-3-ferv>^;v) -IH- [1, 2, 4] hUT^/-;v-3-*;V'-K>m^^;v 

:x.7.^)\y (4 16mg, 3 8%) =Sr®#t LT^fCo 

1 H-NMR (400 MHz, CDCI3) 5:2. 58 (3H, s), 3. 8 
6 (3H, s) , 4. 06 (3H, s) , 6. 9 4-6. 9 8 (2H, m) , 7 
. 17 (IH, d. j = 8. IHz), 7. 29-7. 32 (2 H, m), 7. 
85 (IH, dd, J=8. 1, 2. 2Hz), 8. 58 ( 1 H, d, J = l. 
7Hz) . 

MS (ES I) m/z : 3 2 5 (M+H) +. 
2) ^M'fb^tf 

Jiffii- (4 h^v7ac^;v) —5- (6 -^-f-^w-s -tfi; v;^) -1 

H- [1, 2, 4] b 'J TV'-;i'- 3 -*;V'^*>^M^-^-'V-3:-^T-;V' (2 0 0mg 
) «rfflv^T. ##M2 3<03) fc|WI;m<^:^^T-^S'fk'g-tJ (8 2mg, 4 3%) 

IH-NMR (4 0 0MHz, DMSO-de) ^ *• 2. 46 (3H, s) , 3 
. 81 (3H, s) , 7. 0 3-7. 0 7 (2 H, m) , 7. 29 (IH, d, 
J=8. 3Hz) , 7. 3 6-7. 4 0 (2H, m) , 7. 69 (IH, dd, 
J = 8. 0. 2. 2Hz) , 8. 53 (IH, d, J=2. OHz) . 
[0 18 4] 

. [^^m 0] r^^'y>-2-'^)Vy^>m.'J;^^)Vr^ K 
[0 18 5] 



['fk5 0l 



•HCI 




O 



[0 18 6] 

1) 1 -^yXM K';;VT-tf^>^>- 2 
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l-^yXMVV )\^r^^i^>-2-iJ}\^yi^yM^^f^^^7'Jl^ (6. 0 g) 
t^jCiJ^ y (60ml) Mi^T' 1 m^TKm^b-^ h U -t^ -isTK^T^ ( 3 0 

ml) ^M^mmmnLfzo KBrnrntrmmr^^^k. m^mm^mm-r^p 
ii^7\,zmmLfzo *fmtfc®#«:iiJDim. n^Lx-^jv^^-^mi^ (4. s g, 
9 0 %) ^ntzo 

1 H-NMR (400 MHz, CDCI3) $12. 26 (IH. m), 2. 5 
1 (IH, m) , 3. 15 (IH, q, J = 8. 8Hz) , 3. 64 (IH, m 
) , 3. 97 (IH, t, J=8. 8Hz) , 4. 69 (IH, s) , 7. 21 
-7. 30 (6H, m) , 7. 3 5-7. 4 3 (4H, m) . 
MS (ESI) m/z : 2 6 8 (M+H) +. 

2) )VT'^'f-i^>-2-:^)Vy^>mi^:A^)Vr^ K 
±|5:*;w^*>m#^ (2. 5g). 2. OMvpi^iVT^ VO-r 

^it?]^ (7. Oml). 1 Kn^v^^V'h V TV*-;v (1 2 6mg) <7)N 
, N->^^^;i/'i^;VAT^ K (3 0ml) ^WiK. 0 "C-e 1 -o^^;!^- 3 - (3 
-v'^^;i'T5y7'ne;v) :^7;i/.-KvM5 V^m^ (2. 1 5 g) =£rtnx.> 

-ei Qmm^WLfzo BimmKTi^tmmj^^fi^^m^^mLfzo ^mm^m,m^ 

i^Lfzo imm. mm^m&r^^L2-:fy)v^^>-mi^;i^)ur^ k# (2. 4 
g, 8 7%) ^mi^tLxntzo 

1 H-NMR (400 MHz. CDCI3) d I 2. 11 (IH, m), 2. 4 

2 (IH, m) , 2. 42 (3H, s) , 2. 66 (3H, s) , 2. 95 (1 
H, Q, J=8. 3Hz) , 3. 43 (IH, m) , 4. 13 (IH, t, J = 
7. 6Hz) , 4. 56 (IH, s) , 7. 12-7. 28 (6H, m) , 7. 
4 4-7. 4 8 (4H, m) . 

MS (ESI) m/z : 2 9 5 (M+H) +. 

3) mm^t^m 

±U2-:^)V^>mi^:>^^}^r^ h'i$- (8 0 Omg) (1 0ml 

) mmz. 2 o%7Km'^b^^•^v^'^7A (5 0%wet, 3oomg) ^m^xT^m 
#H^T. m.u.xi 8. 5mmw:WLfzo BLBWi^mmk. w.mzi%^mm- 
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(3. 6ml) ^m^3 o^mmwLfzo KJBmmim.s.T^^^ 

Lmmit^m (4 16mg, 8 4%) fC#7to 
iH-NMR (4 0 0MHz, DMSO-de) S:2. 42 (IH, quin 
. , J = 10. OHz), 2. 73 (IH, m), 2. 82 (3H, d, J = l 
. 8Hz) , 2. 89 (3H, d, J = l. 8Hz) , 3. 69 (IH, m) , 
3. 91 (IH, a. J=8. 3Hz) , 5. 26 (IH, t, J = 8. 3Hz 
) , 9. 3 3 (1 H, b r s) . 
MS (E S I) m/z : 1 2 9 (M+H) +. 
[0 18 7] 

[##^ 3 1] 2 - vp< ^;i'T ^ / ^ ^;i'T-fe*^v > 
[0 18 8] 

[<b5 U 

■2HCI 

[0 18 9] 

1 ) 1 -^y X li K v ;v- 2 - >^ p< ^;VT 5 y p< ^;vT -if ^ -J > 

7K^<b'Jf-'t^AT;V5 ^•!7 A (116mg) <7) v ;W (10ml) 
M^TStlC, 0'C-e##^J3 0<^2) <Dl-^yX\^VV)i'T'if^''Jy-2-fJ)V 
jK>ai>^^f-;i'T5 K (1. 2 g) (^i^a:.^;VJi->r;v (lOml) t'rY^}^ 
YU7<7> (2 0ml) ^^^?^«r7iTL> MzaT* 2 NFffi^^LTto $<blC7lc^ 
iV)^^^r)V^^^A (7 7mg) ^iDx.> ^7^T' 2 B#TOr4^ Lt^Co KSt^^:: 

) "eJiti!lL2-i^p{^;VT5y p«^JVT-1f^v>'# (8 7 8mg, 77%) 

1 H-NMR (400 MHz, CDCI3) ^:i. 45 (IH, dd, J = l 
2. 3, 2. 7Hz) , 1. 94 (IH, m) , 1. 96 (6H, s) , 2. 1 
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0-2. 20 (IH, m) , 2. 75 (IH, q, J=8. 9Hz) , 3. 31 
-3. 39 (IH, m) , 4. 36 ( 1 H, s) , 7. 16-7. 31 (6H, 
m) , 7. 35 (2H, dd, J=8. 1, 1. 2Hz) , 7. 42 (2H, d 
d, J=8. 3, 1. 2Hz) . 

2) mmit^^ 

JifB2-v^;^f-;VT^y >{^;VT-b*-^v^># (8 7 0mg) ^fflv^T. 
3 0<^3) i:|sim<^:er^t?^a^k'^t> (490mg, 84%) ^WH^tLXmz 

o 

iH-NMR (4 0 0MHz, DMSO-de) S : 2 . 33 (IH, quin 
. , J = 8. 5Hz) , 2. 46 (IH, m) , 2. 77 (3H, s) , 2. 7 
8 (3H, s) , 3. 42 (IH, d, J = 14. IHz) , 3. 71 (IH, 
m), 3. 87-3. 93 (2H, m), 4. 86 (IH, m), 9. 54 (1 
H, b r s) . 

MS (ES I) m/z : 1 1 5 (M+H) +. 
10 19 0] 

[##^a|3 2] i-:^f-)V}£^^i^-y-2-^-yUWiM 

[0 19 11 
Mb5 2l 
"V^ -HCI 

[0 19 2] 

1) 3 -:i-^Vtf^7V.>- 1 -*;Vs^':^^t e r t 
yi^'^VV-l—^y (2. 5 g) O-r h^H Kn^^V (50ml) 

(5 Om 1) m-a-'^^l^. hi;jif-;VT^> (3. 8 3ml) ^v-te 
r t-"/h^v'y*;V'i^'^— h (6. 3 2ml) ^W^-^^^. ^n^m^X^fz 
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-l-ij)Vyi^ymt e T t -•X'f-)VJ:.:^7^)V {3 . 6 g, 7 2%) ^^^fzo 
1 H-NMR (400 MHz, CDCI3) d : I. 48 (9H, s), 3. 3 
7-3. 40 (2H, m) , 3. 6 2-3. 6 5 (2H, m) , 4. 01 (2H 
, s) , 6. 3 2 (1 H, b r s) . 

2) 4-:^'f-)V-3-^^V\^^yi^>- l-:^;V'jK>^t e r t 

±fB3-:r#y Vf^^S^^'- 1 -^JVsKV^t e r t -r"^;VJ:.X"r;V (3. 
Og) <^N, N-v^^^JV'-^^VAT^ K (5 0ml) 0lC-e6 0%7K^ 

<k:^^';>^A OeOmg) ^rJnx.. SJS?iS[lC3':7<bp«-^;V' (2. 3 3ml) t: 

b4-^^;V-3 -:*-^Vli°^^v>- 1 -:^;V5i^'>^t e r t -y^jvju^r- 
)V {2. 3 2g, 7 2%) ^;?4t^%®fcLT#/io 

1 H-NMR (400 MHz, CDCI3) 8 11. 47 (9H, s), 3. 0 
1 (3H, s) , 3. 34 (2H, t, J = 5. 6Hz) , 3. 65 (2H, t 
, J = 5. 6Hz) , 4. 0 7 (2H, s) . 

3) mmit^m 

±m4->^^)V-3-t^V^^^Z^>- 1 -'A)\^'^>Mt e r t 
:^7-}V (2. 0 6g) K4m.^m^-z^^^-^>'^^^ (2 0ml) 'Sr^nx.. 

^^^^L^ibtt/i^g^^^L. ^M'fk'^tf (1. 4 4g, 9 9%) ^mVm 

iH-NMR (4 0 0MHz, DMSO-de) S 12. 86 (3H, s) , 3 
. 34 (2H, br m) , 3. 50 (2H, m) , 3. 64 (2H, s) . 
MS (ES I) m/z : 1 1 5 (M+H) +. 

[0 19 3] 
3 3] 1 - V 5^ n -/n b?^ ^ v 

[0 19 41 
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Ut5 31 

HN^N— <1 

•2HCI 
10 19 5] 

1) 1 -v:J'n7'nt:;vfe:^^v:x-4 -*;V5K>^t e r t -•7'^^v«i-X-r;v 

1 -*;VJK>'mt e r t -yf^;i'J^;^-r;V (1. 8 7 g) , [( 
1 h^lrvv^'nyn tf;v) ^^-^^e^v] b p<^;1'>'^>' (8. 05ml) > is 
XXmM (5. 7 2ml) (60ml) ^iat?'>T/7K^ 

'fk'-^'^^f- h'J-^A (1. 89g) *in£T 5 BPem^isL/io ;RS^^^rMffiT 

i/u'fu}£)]/\£^'7^jy-A-ij)\^^y'^tQTt-'r'f-)vx.7.7-)v (i. 62 

g, 7 1%) ^mi^tLxntzo 

iH-NMR (400MHz, CDCI3) 5:0. 41-0. 48 (4H, m 
) , 1. 46 (9H, s) . 2. 5 4-2. 5 6 (4H, m) , 3. 37-3. 
4 4 (4H, m) . 

MS(ESI)m/z:268 (M+MeCN) +. 

2) mmit^m 

±iai-v^n7'nvf;ve^^v>-4-:^;;V5K>^t e r t -■r^;^■I-;^■r 
;^(l. 61g, 7. llmmol) ^rfflV^T. ##i^J 3 2 <^ 3 ) t nU<D-l5^ 
xmMit^m (1. 3 0g, 9 3%) ^m^tLX%tZo 

iH-NMR (4 0 0MHz, DMSO-de) S:0. 79-0. 81 (2H 
, m) , 1. 14 (2H, br s) , 3. 52 (8H, br s) , 9. 94 
(2H, b r) . 
[0 19 6] 

[##-^3 4] T-iff-v>'-3-^;vi^^^;vT5 

[0 19 7] 
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[its 4] 

•2HCI 

[0 19 8] 

1) 1 -^>Xli K'; ;VT-fe*^v>- 3 -^^ 
l-^>X\^VV)l'T^^'y>-3--t-)i^ (4. 7 9 g) <7) h >; Ji^;kT ^ 

> (2 7. 9m 1) 7Xi%TtfVi^>;^;V'-^>i^ (1 9. 7 g) <0i^^^ 

;v:^;v.i^^vK (8 4ml) m^^mT^k. 5 0'C-C4 O^F^^t^LTto KlBU 

Kij;i'TWv>'-3 (2. 8 5g, 6 0%) SrS#i: LT#/Co 

1 H-NMR (400 MHz, CDCI3) d : A. 00 (4H, s), 4. 5 

9(1H, s), 7. 19-7.49(10H, m). 

2) (1 Ki;;vT4f^i^v-3-^;v) v^p«"f-;vT^ > 

±121 -^>Xt: K'j;l^r-lf^e^>-3-:t> (1. 5 0g) i:4 0%v^p<-^ 
^I'T^^TKvtf^ (4ml) <D^^y-)V (3 0ml) Sr^tC, 5%/N°9i^'^A- 

Rm (I. 5g) ^fio£. 7K^#a^T. -Bfem#tfco KiBWLx^mm^mm 

- (^^nn^;vA-^ :J^y-;v) -e*»^L ( 1 -^vXii K'j ;vT-lf^>^>- 3 
-'f;v) v^^^VT^^ (1. 5 5g, 9 2%) ^mi^tLXntZo 
1 H-NMR (400 MHz, CDCI3) 8 12. 08 (6H, s), 2. 8 
0-2. 87 (3H. m) , 3. 3 6-3. 4 2 (2H, m) , 4. 37 (IH 
, s) , 7. 15-7. 4 1 (1 OH, m) . 
MS(ESI)m/z:267 (M+H) +. 

3) mmit^m 

±ia (1 -^>Xli K';;VT-lff^v^:x-3-^;l') -J:^^)\^r^> (5 3 3m 
g) <7)ai^y-;V (15ml) mmz. 2 0%:^m.it^^'7 M,-Rm (5 3 3 
mg) =SrDnx.T7X^#H^T> 1 8 ^TO#L:^v:o EJStSJ: ^#.=S:»J Lfco 
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mwimmi^iM^i^M-^^ (4ml) ^ijDx.. mm^u.s.T^^L 
n^^fzm^i^^-r-)v^m^^BLtzmi^^rSML^Mit'^'}^ o o omg, 

8 7%) irm^o 

1 H-NMR (4 0 OMH z, DMSO-d 6)^:2. 70(6 H, m), 4 
. 05-4. 10 (2H, m) , 4. 25-4. 31 (IH, m) , 4. 38- 
4. 43 (2H, m) . 

LC-MSm/z : 1 0 1 (M+H) +. 
[0 19 9] 

[##^3 5] (2, 2-v^^-f^;vT-if^v>-3-^;V') vp«^>'^r^ >mm 

[0 2 0 0] 
[its 5] 

N— ' 

[0 2 0 1] 

1) 3--:/n-=e-3-p«^;vr^>-2-^:^ 
^it-^V^^ (2. 1 g) t3-^^)Vy^y-2-iry (3 Oml) <D7K ( 

2 0ml) m^^2 5 0Wcoei^«-*RB.MU^;i»^f>6 OVX-^mi: SmmTLfz 
o "^mM^ir^U^. 1 0 0WOem^=S:.BSML^7&^«bx (7. 6m 

1) ip^uA 0-4 5'cx'iwm^^ifxmT^> 4 ox:x2mmmwLfzo 

*t#<b*t/v:3^^«:^@ m^r, 1 2 0-1 3 OIC) LT 3 -^-n^- 3 
JV-r^y-Z-ty (5. 8 8g, 13%) i:mm^bLXntio 
1 H-NMR (400 MHz. CDCI3) S : 1, 86 (6H, s), 2. 4 
4 (3H, s) . 

2) 3- (^>XTi Ki;;vT^ y) -3-^-f-;v:/^>-2-^> 

±fB3-*/n^-3-^^>>V"rt5^;^-2-:^> (5. 8 8 g) <^pf^/-;V ( 

3 0ml) ^m^. ^>Xli Ki;;l/T^ ;x (5. Oml) ^ Y^)j^^)VT^y ( 
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7. 5ml) ^inxT. 7 AmiitmmWLfZo ^^^k^ m^mKyi^t 

(3. 3g, 3 4%) ^mvti^tLxmzo 

1 H-NMR (400 MHz. CDCI3) d : 1, 18 (6H, s), 2. 0 
9 (3H, s) . 4. 76 (IH, s) , 7. 17 (2H, m) , 7. 25-7 
. 29 (4H, m) , 7. 3 7-7. 3 9 (4H, m) . 
LC-MSm/z : 2 6 8 (M+H) +. 

3) 1 -^vXli K';;v-2, 2->^;^^>>VT^f^':^>-3-^> 
±fB3- (^>Xli ;i^T^ y) -3-^^;V^^>-2-:t>' (6. 5g 

) <D^m (2 0ml) mm**:^=S:l^^^3i^•ela^p$•^7^:^^^ (i. 

2 5ml) i^fSTL. smmmnLfZo KlBm^2 0%:i^miti-}>')^^^mf^ 
ml) tmiRWt^m'f- Y V ^ ^:^mm. (7m D ^Jnx.-C3^^m*I^L/io ^ 

^;VT-b*^>^>-3-:i-> (7 5 4mg, 12%) LT^/Co 
1 H-NMR (400 MHz, CDCI3) 8:1. 20 (6H, s), 3. 9 
5 (2H, s) , 4. 85 (IH, s) , 7. 18 (2H, m) , 7. 26-7 
. 31 (4H, m) , 7. 5 2- 7. 5 4 (4H, m) . 

4) mm^t^m 

±Ui-^>X\iVV)\^-2, 2-i^:^^)i^r'^^i>>-S-^y (2 6 5m 
g) <^p<^y-;V (4ml) mmWLK. 2Mvp<-^;VT^ >Ot- b^li 9 
(3ml) tl 0%/N'^>^'>A-^^ (5 0%we t, 2 5 Omg) ^iJU 
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X., 7K^#H^T> onmmwLfzo BLBm^mmi^. mm^m.&T^ 

^L^ibfltzmm^^^ y (4ml) ^riJPx.. $ <b 2 0 %7^cm'^k^^'9 v 
A (50%wet, 265m g) iSrinxTTK^^H^T. Mi^-e 2 2 ^Km*!^ L 

a^-Tg^itjit. mmmmi^im^mm-^^ ^'-if^mm (2. 2m d 

7-;V-g^m^^^^'t?@'fkm. it^LT^Sjk-^i^ (6 0mg, 3 0%) ^ntzo 
iH-NMR (4 0 0MHz, DMSO-de) ^ : 1. 62 (3H, s) , 1 
. 81 (3H, s) , 2. 57 (6H, m) . 3. 89 (2H, m) , 4. 06 
(IH, m) . 

LC-MSm/z : 1 2 9 (M+H) +. 
[0 2 0 2] 

[##I^J3 6] 4, 7-Pr^:^\£^ [2. 5] ^i5^^^:^mJ^ 
[0 2 0 3] 

[its 6] 

/ — \ 

HN NH 

^ ^ -aHci 
[0 2 0 4] 

1) [ (1 -^>'>^;W'5J-^v*;vjK-;vt^ y v^^n7'n/N'>':^;i/.i^*-;w) 

1 -^^^v';v:t^v*;V'K^;vT5 y '>^'n:/'n/N*>:^;v:^*^i^ (4. 9 g) 
ON, N-v;<-^;^'i^;Ui^r ^ K (5 0ml) ^fi^l^s hi;a.^;vT5> (3. 
2ml) . ir^}-yyx.^)'V:^7.^)\^^^'^ (3. 2 2 g) . ;RU^*1 -li Kn^'> 
^VVh'jTV-^V (2 8 3mg) S:M^SL'elJ^x.fc^^ 0 "CT* I -^f'^V- 3 - 
(3-v';'<-?^/VT5 /-/ntf^V) ij JVa^V ^ \ Y^^M. (5. 2 3 g) tr^'^rH 
inx.> 16. SBfP^mW^tfCo -RlSmi37[C7Kti^m^^^l^*iPx.^?^LfCo 

i^^A^'Dvh^^^-f- (^'nn^;vA-j?< ^y-;v) "e)»MU v^j:.^;vai 
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-^uz-^yijjVTi^^jv) r^y] S^m^^;^^:-^^;!/ (6. l 3 g, 6 1%) 

iH-NMR (400 MHz, CDCI3) S I I, 09 (2H, m), 1. 2 
8 (3H, t, J=7. IHz) , 1. 62 (2H, m) , 4. 03 (2H. m 
) , 4. 21 (2H, d, J = 7. IHz) , 5. 14 (2H. br s) , 5 
. 32(1H. br s),6. 8 8(1H, br s), 7. 29-7. 39 
(5H, m) . 

LC-MSm/z : 3 2 1 (M+H) +. 

2) 4, 7-vT-»f;^li'n [2. 5] :ti5'^>-5, S-i^t> 

(5. 1 8 g) (50ml) mWii:^. 1 

0%/^°^v^'>A-^^ (5 0%wet, 0. 5 g) =lrJnx-. tK^^H^T. MzS. 

■fifznWL^ V Jl^^y (12 0ml) izmmU l, 8-vT-iftrviJ^n [5. 4 
. 0] ^>rfJ-7 -J-> (1. 2ml) =lriBx.l6. 5v^mi3amMm.Lfzo ^ 
Rf&-^^^MffiT@*t#f?tt7t^ffiii^^y-;v=Sr*nx.@<bU 4, 7 

-vT-f>?.tfn [2. 5] Ji-i^^>-5, 8-v^> (1. 8 5 g, 8 1%) 

IH-NMR (4 0 0MHz, DMSO-de) S'-O. 8 9-0. 9 2 (2H 
,m), 1. 14-1. 17 (2H, m), 3. 85 (2H, s), 8. 02 ( 
1 H, b r s) , 8. 2 6 (1 H, b r s) . 

3) mm^t'^m 

±IB4, 7-v^T^f;^t?n [2. 5] :^^^>-5, S-i^:t> (1. 2 g) 
(Dy'Y^y^Vuyyy (3 0ml) mUK. O^T-l. 0 4M->}?9 >-7- h 9 
\lYuyyymi$•(D7'yy^^Y^uyyymWi (2 4. 7ml) ^ 3 0:9-K>6^lt'C 

mr^. 1 sf^mm^mmLfzo ovx-mBm^z^^y-}^ (4m i) tAm^ 
m.m-i^^^'^>^WL (8ml) ^mx.x immummMLfzo wmu 

7t@#*iilXLxh9liKn-7 9>-e«fe^t4. 7 -v^T-if >«.tfn [2. 5] :^ 
^^>^^1jm^<^ (1. 8 6g) ^#7^:o #f>tL^^rl^2^ (1. 4 g) OtK ( 
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2 5ml) mm^. bi;jc^;VT^> (3. 16ml) tJnx. CK^^JSfSfr^lN 
-•^)V^^>V^i^:2^\^^^ ^ V (4. 7g) OT-fe b 'J (15ml) 

^^•9->-S^^^^;v) -effii4LTN-^>'>?;l':J-^'>*^v^*--'V# (1. 4g 
) S:fft)ytJ^i:LT#yj:o ^#<bttfc?ft^%® (1. 4 g) <^)ji^/-;v (10m I 
) ^f^t::. 1 0%^N°7v'!7A-^# (5 0%we t, lOOmg) =lrijnx.. tK^ 

^ y-)i^mwi (5. 7 8ml) «:o'ct?tpx.. immmn^fzo KB^^m&T 

1 5mg, 2 6%) ^WfZo 

iH-NMR (4 0 0MHz, DMSO-de) : 0 . 9 6- 1. 0 3 (2 H 
,m), 1. 18-1. 21 (2H, m), 3. 30 (2H, s), 8. 36 ( 
4H, m) . 

LC-MSm/z : 1 1 3 (M + H) +. 
[0 2 0 51 

[##M3 7] 5- (3-"7;V:tn-4-p{'f-;W7j^-;V) -1- (6-^h^ 

v-3-eu5^;v) -IH- [1. 2. 4] >UTv^-;i/-3-:«?;v**>m 

[0 2 0 6] 



[0 2 0 7] 

1) 2- (3 -'7;v:tn- 4 -;>{f-;i/7i^;i<) T 5 n >'i^vj:^'^;vj^;^ -r 



[^b5 7] 



F 



MeO N 
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^-i^: 122/ 



3--7;V:e-D-4-P«^;V^Jt#m (5. 0 0 g) (DM.it'f-^ ^)^^ (5 0ml 

o CO^^n'j Ktr 5 y-7n>^va^^;vj^;^-r;vJ^^J^ (6. 0 0 g) 
fflv^T> ##^J2 3C01) tmU(r>-)j^'C 2 - (3-7;i/:e-n-4-p«^;V7a^ 
>'-7n>^i;a^^;i/ai;;^x;V' (7. 0 1 g, 8 0%) tT# 

iH-NMR (400MHz, CDCI3) 8:1. 33 (6H, t, J = 7. 
3Hz) , 2. 33 (3H, d, J = l. 7Hz), 4. 2 7-4. 3 7 (4 H 
, m) , 5. 32 (IH, d, J=6. 8Hz) , 7. 07 (IH, d, J=6 
. 8Hz) , 7. 2 5-7. 2 9 (IH, m) , 7. 4 6-7. 5 2 (2H, m 
) . 

2) 5- (3 -7;v:tn- 4 -^^;v"7a:.^;u) -l- (6 > ^'>- 3 - 

-iH- [1, 2, 4] h';TV-;v-3-:*;v5K>m^^^^^^T-;v 

y-2 h^'>li'';->^>' (2. 2 5 g) i:±fB2- (3-'7;V:tn 
-4-p<^;v7i-;v) y*=?n^'@?-:^j^^;vj^;^'r;i' (5. 1 1 g) t^m 
v>T. ##^?!I2 302) h!W|^o:^^T«i H- [1, 2, 4] hi;rv*-;i'-3 

-?!;;V5f?>^^^;VJ:.Xx;i/# (2. 2 5 g, 4 0%) ^mi^t\^X%fZo 
iH-NMR (4 0 0MHz, CDCI3) : 2 . 30 (3H, d, J = l. 7 
Hz) , 3. 99 (3H, s) , 4. 06 (3H, s) , 6. 84 (IH, d, 
J=8. 8Hz) , 7. 18-7. 30 (3H, m) , 7. 62 (IH, d d, 
J=8. 8, 2. 9Hz) , 8. 18 (IH, d, J=2. 9Hz) . 
LC-MSm/z : 3 4 3 (M+H) +. 

3) ^mit^m 

±IB1H- [1, 2, 4] y^)rV-)\^-3-ti)\^^yW.^'f-)\'^:^y-)\^W ( 

2. OOg) =Srfflv>T. ^^m2S<D3) tm^<^1j^'^0.mit^^ (1. 7 8 

g, 9 3%) ^mi^tLxntzo 

iH-NMR (4 0 0MHz, DMSO-de) S:2. 25 (3H, d, J = 
1. 7Hz) , 3. 92 (3H, s) , 7. 00 (IH, d, J = 8. 9Hz) 

maE#2 004-3045104 
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^-v : 123/ 



, 7. 18 (IH, dd, J = 7. 8. 1. 7Hz) , 7. 27 (IH, dd, 
J = 10. 5, 1. 7Hz) , 7. 37 (IH, t, J = 7. 8Hz), 7. 8 
9 (IH, dd, J = 8. 9, 2. 8Hz) , 8. 32 (IH, d, J = 2. 8 
Hz), 13. 6 1 (1 H, b r) . 
LC-MSm/z : 3 2 9 (M+H) +. 
[0 2 0 8] 

[##I?IJ3 8] 1 -:^'^)V\£^vi^>-2-:ty V V yjVt^BB.^ 

[0 2 0 91 
Ut5 81 

[0 2 101 

1) 3 _^i|pve^^ v^- 1 -:^7;VsK:^^t e r t -•/^;1/j^;?>t-;V' 
2-t^y\^^yi^> (2. 6 1 g) O-r b 7li Kn7^> (40ml) t 

^>'~;V (50ml) ^iSL-e h 'J J:-f-^VT ^ > (3. 9ml) , 

v^- t e r t--/^;Vi;*;l/.i^f— h (6. 3 1 g) ^UW^X SV^mmWVfZo 

Srii^U 3-^^Vtf^7v^>-l-:*^l^^*>^t e r t-7'-^;VJ^Xx;i/ ( 
4. 5 4 g, 8 7%) ^ntzo 

1 H-NMR (4 0 OMHz, DMSO-d q) d : 1. 40 (9H, s), 3 
. 15 (2H, br) , 3. 45 (2H, br) , 3. 81 (2H, br) , 8 
. 0 3 (1 H, b r) . 
LC-MSm/z : 2 0 1 (M+H) +. 

2) 4-^^)V-3-:^^y\£^^Z^>-l-'^)V:^>m.t e r t -^/f'^l'J^;^ 

j.|a3_^it.y tf^^v^v- 1 -5&;vj^*;:^mt e r t -■/f^;vj:-x-r;v (0. 

3 0 3 g) ON, N-v^i^^-JW^^VAT^ K (12ml) ^tetlc, or'CTK^'fb 
^h^j-i^A (^>^>T-^^^. ^'J^$-^/^*><^4 4. 3mg) ^ijnx. 1 0:55-^ 

mwi-tzo Rj^m^^'yit:^^}^ (0. 14 1ml) ^^1-^2 ommWi 
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tzo mm. ^^=SrMETIg*Ur4-^^;v-3-:t^vtf^7vV-l-* 
)V^>mt e r t--:r^)^^^:^T-}V {0. 3 O 8 g, 9 5%) ^m^^tLXn 

fZo 

iH-NMR (400 MHz, CDCI3) B I 1. 46 (9H, s), 2. 9 
9 (3H, s) , 3. 34 (2H, t-1 ike, J = 5. 3Hz) , 3. 65 
(2H, t-1 ike. J = 5. 3Hz) , 4. 07 (2H, s) . 
MS (FAB) m/z : 2 1 5 (M+H) +. 

3) mmit^^ 

±fa4-;^^;V-3-:^^ytr^7v^>- l -:*;VJK>i?t e r t 
XT-;l/ (0. 3 0 8 g) <Dmt^'f'l^> (6ml) h V7;V:r n 

ii-C^S'fk'^i^ (0. 4 8 5 g, ^»fi«j) ^#/wo 

iH-NMR (400 MHz, CDCI3-CD3OD (15:1)) a I 2. 
98 (3H, s) , 3. 39 (2H, t-1 ike, J = 6. IHz) , 3. 5 
4 (2H, t-like, J=6. IHz), 3. 72 (2H, s). 
MS (EI) m/z : 1 1 4 (M+) . 
[0 2 11] 

[mkmi] 1- [2-"7j^-;v-i- (3-evv^;v) -iH-'f 

[0 2 12] 



[0 2 13] 

##f!ll02-7i^;V'-l- (3-tfUv>'V) - 1 H-'f ^ ^V-;V-4 - 
?!7;Vj^':^^ (6 0 0mg) <^N, N-v^'f-^V'i^-'VAT^ K (20ml) 



Ut5 9] 
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'^-v : 125/ 



. Mia-ei -1^ Kn:^v-^>:/h Ty-;v (3 6 7mg) ^ i-j^^;v-3- 
(3 -vp«^;l^T5 y/ne;v) :^;l/jKv'f ^ Y^BM (5 2 Omg) . 
-ii^r\yMy^^Vy (2 7 2mg) «:inx.l 9NFKm^Lf.:o S:JS?£lC|&^Ilj^m 

tit^M^b-a-J^ (4 4 3mg, 5 6. 4%) =g:T^;W"7 r;^ ^ tT#/io 
iH-NMR (3 0 OMHz, CDCI3) 8 \ 2 . 35 (3H, s), 2. 5 
2 (4H, t, J = 5. 14Hz), 3. 84 (2H, br s), 4. 43 ( 
2H, br s) , 7. 3 0-7. 4 0 (6H, m) , 7. 5 5-7. 5 8 (1 
H, m) , 7. 78 (IH, s) , 8. 56 (IH, d, J = 2. 57Hz) , 
8. 67 (IH, dd, J=4. 8 6, 1. 3 8Hz) . 
MS (FAB) m/z 13 4 8 (M+H) +. 
[0 2 141 

\.%mi2\ 1- [2-7i-;v-i- (4-euv^;v) -iH--f 
-4-:*;v^^ji^] -4-p<^;Hi*^v':^>' 

[0 2 151 



[0 2 161 

##l?!!2 0 2-"7i:=^;v- 1 - (4-t?U-:^;v) - 1 H-^ ^ rv-;i'-4- 

(3 4 Omg) hN-^^;^:^^^':^^ (15 4mg) «rfflv>r> ^ 
ifefijl i:|WI^O:^^-e^M^k'^t> (3 6 4mg, 8 1. 9%) ^r^)^-7r7.}L 

1 H-NMR (300MHz, CDCI3) 8 \2. 34 (3H, s), 2. 5 
1 (4H. t, J = 5. 05Hz) , 3. 83 (2H, br s) , 4. 40 ( 
2H, br s), 7. 15 (2H, dd, J=4. 59, 1. 65Hz), 7 



[<b6 01 
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^-v: 126/ 



. 31-7. 41 (5H, m) , 7. 82 (IH. s) . 8. 67 (2H, d d 
, J=4. 5 9, 1. 6 5Hz) . 
MS (FAB) m/z : 3 4 8 (M+H) +. 
[0 2 17] 

IMWmSl 1- 2 1 H-^ 5 ^^V-;v-4 

[0 2 18] 



[0 2 19] 

##^J 3 5 - ^ 1 , 2 - V -7 jc^;!/- 1 H - ^ ^v*-;i/- 4 - :^ ;V 

(4 0 0mg) tN-p<5^;Vtf^^v>' (173mg) ^rfflv^T. mMM 

1 tmm<7>^mx-mmi\:^m (i4 0mg, 27. 0%) ^wa^^tLxntzo 

1 H-NMR (3 0 OMHz, CDCI3) d : 2. 31 (3H, s), 2. 3 
5 (3H, s) , 2. 53 (4H, t, J = 5. 05Hz) , 4. 22 (4H, 
br s) , 7. 16-7. 23 (5H, m) , 7. 3 0-7. 3 3 (2H, m 
) , 7. 4 6-7. 4 8 (3H, m) . 
MS (FAB) m/z : 36 1 (M+H) +. 
[0 2 2 0] 

imMnA] 1- [2- (6-p{ h^v'-3 -t?'; v^;v) -i-"7i^;v-iH 
-'f ^ ^^V-;v-4-5!;;vjK— ;v] - 4 -p{^;ni'^9 v> 
[0 2 2 1] 
[<b6 2] 

MeO.,^ 





[0 2 2 2] 
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^-v : 127/ 



##^J4<7)2- (6 h^v-3-t?V v^W - 1 --7^^;^- 1 H--f 5 
^V-;i/-4-*;VJ^*>'m (3 2 Omg) fcN-^^;i/Vf^^ v> (13 0mg 
) ^fflv^T. ^iSt^ai i:l^:|t<^:^^^-e^M'fb'^«^ (136mg, 33. 4%) ^ 

1 H-NMR (300 MHz, CDCI3) ^:2. 37 (3H, s), 2. 5 
5 (4H, t, J=4. 86H2) , 4. 45 (4H, br s) , 3. 91 ( 
3H. s), 6. 65 (IH, d, J=8. 81Hz), 7. 24-7. 26 ( 
2H, m) , 7. 4 4-7. 4 6 (3H, m) , 7. 56 (IH, dd, J = 8 
. 81. 2. 48Hz), 7. 75 (IH, s), 8. 17 (IH, d, J = 2 
. 0 2 H z) . 

MS (FAB) m/z : 3 7 8 (M+H) +. 
[0 2 2 3] 

[m»J5] 1- [2- (6 h^v-3 -eu -1- (4-p<^;V7 
[0 2 2 4] 



[0 2 2 5] 

##^fl6<^2- (6-^ h^v-3-li'';>^;V') -1- (4 -p{^;v-7aL^;i/ 
) - 1 H-^ ^ ^y-;v-4 (8 0 Omg) ii N-p< 



6 1. 6%) =Sr@#:i: LT=f#fCo 

1 H-NMR (3 0 OMHz, CDCl3)(5:2. 34(3H, s),2. 4 
1 (3H, s) , 2. 52 (4H, t, J = 5. 05Hz) , 4. 42 (4H, 
br s) , 3. 91 (3H, s) , 6. 66 (IH, d, J = 8. 63Hz) 
, 7. 13 (2H, d, J = 8. 26Hz) , 7. 24 (2H, d, J=8. 2 
6Hz), 7. 60 (IH, dd, J=8. 63, 2. 39Hz), 7. 72 ( 



[<k6 3] 




> (3 3 Img) ^fflv^T. mMmi tWii^<D:)i^'(^mMit^ (6 2 5mg, 
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IH, s) , 8. 17 (IH, d, J = 2. 39Hz) . 
MS (FAB) m/z : 3 9 2 (M+H) +. 
[0 2 2 6] 

[^ife^aje] 1- [1- (4-'7;v:t-n"7ji-;v) -2- (6-^>^v-3- 

[0 2 2 7] 
[<k6 4] 



[0 2 2 8] 

##^J7<D1- (4-7;V:tn"7i-;v) -2- (6 b^v-3 -t?'; 
;V) - 1 H--< ^ ^V-;l/-4-:*;V'-K>m (6 8 Omg) hN-^-^^l-ti^^ 

(2 6 img) ^ffiv>r. HMMi i:|wi^o:^&-e^m<k'^t? (5 5 7mg 

, 6 4. 9%) ^mi^tLxntzo 

iH-NMR (300 MHz, CDCI3) $ : 2. 35 (3H, s), 2. 5 
2 (4H, t, J = 5. 05Hz) . 4. 21 (4H, br s) , 3. 92 ( 
3H, s) , 6. 6 6-6. 6 9 (IH, m) , 7. 12-7. 27 (4H, m 
) , 7. 58 (IH, dd, J=8. 7 2, 2. 4 8Hz) , 7. 72 (IH, 
s) , 8. 13-8. 14 (1 H, m) . 
MS (FAB) m/z 1 3 9 6 (M+H) +. 
[0 2 2 9] 

mnmil i- [2- (4-^^;v7ji^;W -1- (A-ydvJji^) - IH 

[0 2 3 0] 



F 




U\:6 5] 
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^-v?: 129/ 



[0 2 3 1] 

^^ms<o2- (4 -1- (4-kri;v;v) -IH — 



) «rffli/^"c, mmmi tm^<r>:^^'^^mit'^m (i20mg, 27. 7%) s: 

1 H-NMR (3 0 OMH z, CDCI3) ^12. 34 (3H, s), 2. 3 
6 (3H. s) , 2. 51 (4H, t, J = 5. 05Hz) , 3. 83 (2H, 
br s) , 4. 39 (2H, br s) , 7. 12-7. 16 (4H. m) , 
7. 25 (2H, d, J=8. 81Hz), 7. 80 (IH, s), 8. 66 ( 
2H, dd, J=4. 5 0, 1. 5 6Hz) . 
MS (FAB) mXz : 3 6 2 (M+H) +. 
[0 2 3 2] 

mmmsi 4- [2- (e-^ h^v-3-eijv;v) -i-7ji-;v-ih 

[0 2 3 31 
[<b6 6] 



[0 2 3 4] 

##^?!I4<^2- (6-P« h^v-3-t:°'; v;^) - 1 -y :r.:=.)V- 1 H- 4 < 
^V'~;v-4-:*;VsK>^ (5 0 Omg) (17 7mg) i:=Srfflv* 

T> lli&^^ai i:ra3|t<^):^^-ea®<fc'^tf (5 6 4mg, 9 1. 5%) =Sr®#i: U 

1 H-NMR (3 0 OMH z, CDCI3) ^13. 80 (4H, m), 4. 4 
6 (4H, br s) , 3. 91 (3H, s) , 6. 65 (IH, d, J = 8. 
63Hz) , 7. 2 4-7. 2 6 (2H, m) , 7. 4 5-7. 5 7 (3H, m 
). 7. 78 (IH, s), 8. 17 (IH, d, J = 2. 02Hz). 
MS (FAB) m/z : 3 6 5 (M+H) +. 



rV-;v-4-*;U'K>@& (3 3 5mg) i:N- 



( 1 4 4 m g 
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[0 2 3 51 

mmm9'\ i- [2- (6-p< h^v-s-tfuv^v) -i-y:^^)\^-iii 

_^ ^ 4-5(7 -2, 2, 4 - > U ^ ^JH^'^^ V >' 

[0 2 3 6] 

lite 7] 



[0 2 3 7] 

m^m9(Dl, 3, 3- h 'J ^■^>>Vli'^^v>'i^mit (4 8 7mg) i:##^?lJ 
4<^2- b^->-3-lf'; v^V) - 1 1 H-^ ^ 

-4-iJ)V^>m. (5 5 0mg) fc^rfflv^r. 1 ^: |WI^<^:^?*-C^M'ffc'^ 

t?(244mg, 32. 4%) =Sr@^^ LT#/io 

iH-NMR (300MHz, CDCI3) 8 I 1. 58 (6H, s), 2. 3 
1 (5H, s) . 2. 59 (2H, t, J = 5. 14Hz) , 3. 91 (3H, 
s) , 4. 13 (2H, t, J = 5. 14Hz) , 6. 63 (IH, d, J=8 
. 63Hz), 7. 22-7. 25 (2 H, m), 7. 43-7. 45 (3 H, 
m) , 7. 55 (IH, dd, J=8. 6 3, 2. 3 9Hz) , 7. 64 (IH 
, s) , 8. 1 6 (IH, d, J = 2. 3 9Hz) . 
MS (FAB) m/'z : 4 0 6 (M+H) +. 
[0 2 3 8] 

immmioi i- [i- -2- (e-^^)\^-z-^ 

- 1 H-^ ^ 3^V-;v-4-?&;v5^'*^^v] -3-vp<^;vT^y T-t?^ 

[0 2 3 9] 
Ut6 8] 
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[0 2 4 0] 

##^Jiioi- (4-p{^;i^7i-;v) -2- (6-^^>'i^-3-tfV 

) - 1 H-'f ^ rV'~;V-4-*;V^>^ (2 7 7mg) ^##^J340T-lf 
^v>-3->f ;V':^>f^^l'T^ Vi^^j^ (18 0mg) fc^rfflv^t, mMMlt 

mm.fo^^x-mm'it'k^ ( 2 e o m g, 73. 3 %) i:mwt Lxnfzo 

1 H-NMR (300 MHz, CDCI3) d : 2. 23 (6H, s). 2. 4 
1 (IH. s) , 2. 53 (3H. s) , 3. 18 (IH, m) , 4. 02-4 
. 07 (IH, m), 4. 19-4. 25 (IH, m), 4. 51-4. 56 ( 
IH, m) , 4. 7 8-4. 8 4 (1 H, m) , 7. 05-7. 12 (3H, m 
), 7. 22-7. 26 (2H, m), 7. 58 (IH, dd, J = 7. 98, 
2. 29Hz), 8. 50 (IH, d, J=2. 02Hz). 
MS (FAB) m/z 13 7 6 (M+H) +. 
[0 2 4 1] 

[^M^^iJii] 4- [1- (4-^^;v7a^^;W -2- (6-^^;v-3-i:f 
1; v;v) - 1 H - 5 A-ij tf^^ y > - 1 - * ;V'K>'m 

[0 2 4 2] 



[0 2 4 3] 

##l?fliioi- (4-p<^;v7 -2- (6-^-^;v-3-ii'';>^;v 



;V'-K>'m'^>i^;i'j:-;^x;w (2 2 2/=/ 1) t=S:ffiv^■r^ ^ife^Ji tm^<^:^^x 

M-fb-^J^ (290m g, 57. 2%) =Sr®#:i: LT^f/ie 

1 H-NMR (3 0 OMHz, CDCI3) d I 2, 41 (3H, s), 2. 5 

3 (3H, s) , 3. 63 (4H, m) , 3. 78 (2H, br s) , 4. 4 

0 (2H, br s) , 5. 1 7 (2H, s) , 7. 07-7. 13 (3H, m 



lite 9] 




) -lH-^^^^/--»v-4-:*;v>KvM (3 0 Omg) 
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) , 7. 2 5- 7. 2 6 (2H, m) , 7. 3 0- 7. 3 9 (5H, m) , 7. 
62 (IH, d, J=8. 26Hz), 7. 76 (IH, s), 8. 42 (IH 
, d, J = l. 8 4Hz) . 
MS (FAB) m/z : 4 9 6 (M+H) +. 
[0 2 4 41 

[|li&M12] 1- [2- (6-p{^;V'-3-if >; -l-7i~;i/-iH 
-^f ^ ^^v-;v-4-:^;;vjK-;w] -4-p<"^;vt?'^^>^^ 

10 2 4 5] 

Hb7 0] 



10 2 4 6] 

##'E?iJioo2- (6-p{^;v-3-tf'; v^;v) - 1 -^i-;!^- 1 H-^r 5 

rV-;V^4-*;VjK>M (2 8 Omg) tN-;^^;VVf^^ v> (127mg 
) =£:fflv>T. ^*fe^l t|^^<7):^^'C^M<b'^ (212mg, 55. 4%)=£r 
LT#/Co 

iH-NMR (300 MHz. CDCI3) 8 \ 2 . 35 (3H, s), 2. 5 
3 (3H, s) , 7. 07 (IH, d, J = 8. 08Hz) , 7. 23-7. 2 
6 (2H, m) , 7. 4 3-7. 4 6 (3H. m) , 7. 58 (IH, d d, J 
= 2. 2 0, 8. 0 8Hz) , 7. 77 (IH, s) , 8. 47 (IH, d, J 
= 2. 2 OHz) . 

MS (FAB) xa/z 13 6 2 (M+H) +. 
[0 2 4 7] 

[Hife^JlS] 1- [1- (4 -^^;v"7:c-;v) -2- (6 3 -tf 
';v^;i') - 1 H-'f 5 3^V-;i/-4 -:;!7;v5K^;i/] - 4 
[0 2 4 8] 
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Hb7 1] 




[0 2 4 91 

##|?fl 11(^1- (4 -p«^;v7x^;v) -2- (6 3 -t: V 
) -IR-^ ^y^/-)\^-4-fJ)V^>m. (.1. 0 g) i:N-p<f-;vbr'^^i^>' 

(4 5 3mg) «rfflv^r, mmu I tmWi<oijm'^^m^t^^ (esomg, 4 
5. 9%) ^mi^tLxmzo 

1 H-NMR (300 MHz, CDCI3) d l 2. 36 (3H, s), 2. 4 
1 (3H. s) , 2. 53 (3H. s) , 7. 06-7. 14 (3H, m) , 7 
. 23 (2H, d, J=8. 07Hz) , 7. 62 (2H, d d. J = 8. 07 
, 2. 20Hz) , 7. 74 (IH, s) , 8. 45 (IH, d, J=2. 20 
Hz) . 

MS (FAB) m/z 13 7 6 (M+H) +. 
[0 2 5 0] 

[mmmi4] 4- [2- (6-'^ >^v-3-ii'v v;v) -i-"7ai^;v-i 

[0 2 5 1] 



[0 2 5 2] 

##^?!I402- (6-^>^v-3-tr'; v;V) - 1 1 H-^ 5 
^y-;V_4_3f;;V7}?>^ (5 0 0mg) tf^^v^V- 1 -*;VsK>^^>' 

(4 4 7mg) ^^ffiv^T. mMmi tmm(^:^m'^^mi\:^^ (8 

2 1mg, 9 7. 6%) ^mi^tLXntzo 



Uti 2] 

MeO.>JM 




ffigE# 2004-3045104 



#M 2003-115204 



134/ 



1 H-NMR (3 0 OMHz, CDCI3) SIS. 62-3. 65 (4H, m 
) , 3. 79 (2H, br s) , 3. 91 (3H, s) , 4. 43 (2H, b 
r s) , 5. 17 (2H, s) , 6. 65 (IH, d, J = 8. 81Hz) , 
7. 23-7. 26 (2H, m), 7. 32-7. 39 (5H, m), 7. 44 
-7. 46 (3H, m) , 7. 78 (IH, s) , 8. 15 (IH, d, J = 2 
. 5 7H z) . 

MS (FAB) m/z : 4 9 8 (M+H) +. 
[0 2 5 3] 

[HM^Jis] 4- [2- (6-^ h^v-3-tr';i^;v) -i-ya^-jv-i 
t e r t -y^;vj^XT-;v 

[0 2 5 4] 



[0 2 5 5] 

##M40 2- (6-p{ h^v-3-tfV>^;i/) - 1 -'7a^^;l/- 1 H-'f ^ 
rV-;i/-4-*;l/>K>^ (7 0 Omg) i:##|ail 2<^1) (^3 ->?f 
95^:^- 1 -:^?;V'i^:^Mt e r t (5 6 8mg) ^«rfflv^T> 
1 ^ mm<D:fj^X-m.mit^!l^ ( 9 4 O m g , 8 3. 1 %) ^S^i: L-Ct# 

iH-NMR (3.00MHz, CDC 1 3) S : 1 . 34 (3H, d, J=6. 
06Hz). 1. 49 (9H, s), 1. 70 (3H, br s), 3. 01 ( 
lH.br s),3.15(lH, br s),3. 92(5H, s),7. 
2 3-7. 2 7 (2H, m) , 7. 4 4-7. 5 3 (3H, m) , 7. 76 (1 
H, s) , 8. 1 8 (IH, b r s) . 
MS (FAB) mXz : 3 9 2 (M+H) +. 
[0 2 5 6] 
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^-v' : 135/ 



mmmie] l- [2- (6-p« h^v-s-e^; -i-7aL-;v-i 

[0 2 5 7] 
^1:7 4] 



[0 2 5 8] 

^M^J15<7)4- [2- h^v-3-e'; -1-"7jl-;V-1 

H - ^ 5 4 _ 5(7 - ;v] - 3 - ^ tf^V V > - I - * >^ 

t e r t -y^;VJ^XT-;i' (7 O Omg) <0 h »; 7;V:tng^@^ (10ml) ^Wi 

^m.^'^swmmwLfzo K^mm^msrf^^L^mit^^ (8 9 0mg, ^ 

iH-NMR (300 MHz, CDCI3) d I I. 55 (3H, d, J=7. 
16Hz) , 3. 18-3. 62 (7H, m) , 3. 92 (3H, s) , 6. 6 
8 (IH, d, J = 8. 81Hz) , 7. 2 4-7. 2 8 (2H, m) , 7. 4 
6-7. 51 (3H, m) , 7. 56 (IH, dd, J = 8. 81, 2. 20H 
z) , 7. 81 (IH, s) , 8. 17 (IH, d, J = 2. 20Hz) . 
MS (FAB) m/z 13 7 8 (M+H) +. 
[0 2 5 9] 

[mmmii] i- [2- (e-^ h^v-s-tf^; v;v) -i-7i^;v-i 

H-'f ^ ^V— 4 -'w] -2, 4 -v;»{^;V't?^7 v> 
[0 2 6 0] 



[0 2 6 1] 

e<7)l- [2- (6-p« h^v-3T-tfV v;v) -l-7i^;l/-l 




[<l:7 5] 
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^-v: 136/ 



(6 0 0mg) OJ^^k^^l^^ (5 0ml) 3 6 %yt^)\^M.r { 

S3 fit I) h';r-feh^t/7KS'fkt59#"?->V'i7A (3 16mg) SriOX-x M 

wc3wmmwLfzo KiBWnzm\^m^mi- v ^j^:^mm tiM.it 

- (^nn^;VA-^ T-ftM L^S^k-^^^ (2 6 0mg, 7 0%) «r 

T^;V7 T-:^ a: LT#fv:o 

iH-NMR (300 MHz, CDCI3) d l 1 . 45 (3H, d, J=6. 
06Hz), 2. 10 (2H, t, J = ll. 16Hz), 2. 24-2. 29 
(2H, m) , 2. 29 (3H, s) , 3. 91 (3H, s) . 6. 64 (IH 
, d, J = 8. 81Hz), 7. 24-7. 2 8 (2 H, m), 7. 42-7. 
46 (3H, m) , 7. 74 (IH, s) , 8. 19 (IH, d, J = 2. 20 
Hz) . 

MS (FAB) mXz 13 9 2 (M+H) +. 
[0 2 6 21 

[^»J18] 1- [2- (6-^ h^v-3-tf'; v;v) -1-7j^-;W-1 
H-^ ^ ^J^V-;^- 4 -?57;V'-K^;v] -3, 4 - vVf-;vtr^-7>^> 

[0 2 6 3] 



[0 2 6 4] 

##^4<7)2- (6-^ b^v-3-tr'; v^'-'V') - 1 --7 1 H-^ ^ 

yv-;i/-4-:*;vjK>^ (4 0 Omg) 1 2 <o 1 , 2-i^^-^;nf^ 

^>^>bi;*7;V:a-n@^mi^ (6 0 2mg) t Sr^v^T. Hj&M 1 ^: 
^M^k-^*^ (230mg, 43. 6%) «r®#t LT^/Co 
iH-NMR (3 0 0MHz, CDCI3) dll, 14 (3H, d, J=6. 
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24Hz),1.76(lH, br s),l. 84(1H. br s),2. 
22 (IH, br s) , 2. 31 (3H, s) . 2. 87 (IH, d, J = l 
1. 74Hz) , 3. 91 (3H, s) , 4. 51 (IH, s) , 5. 20-5 
. 33 (IH, m) , 6. 64 (IH, d, J = 8. 63Hz) , 7. 23-7 
. 29 (2H, m) , 7. 4 2-7. 4 6 (3H, m) , 7. 54 (IH, br 

s), 7. 75 (IH, s), 8. 18 (IH, br s). 
MS (FAB) m/z 13 9 2 (M+H) +. 
[0 2 6 51 

[*i!ife^J19] 1- [1- (4-^^)1^^ -2- (6 -;<-f-;V-3-lf 

V v;v) - 1 H-'f ^ ^^V-;v- 4 ^^') v>' 

[0 2 6 6] 



[0 2 6 7] 

##-^31.101- i4-^^)i^y :r.^)v) -2- (6 -^^;v-3 -tfij v;^ 
) - 1 H-^ ^ ^y*-;v-4 -5!7;V'i^'>iJ (2 0 Omg) ^le^'jv:^ (9 0yu 
1) fc^fflv^-C. ^M^?01 (171mg, 62. 9% 

) im^tLxntio 

1 H-NMR (300 MHz, CDCI3) ail. 62-1. 70 (10 H, 
m) , 2. 40 (3H, s) , 2. 53 (3H, s) , 7: 05-7. 1 2 (3 
H, m). 7. 21-7. 26 (2H, m). 7. 60-7. 65 (IH, m) 
, 7. 69 (IH, s) , 8. 45 (IH, d, J = l. 84Hz) . 
MS (FAB) m/z : 3 6 1 (M+H) +. 
[0 2 6 8] 

[mmm2o'\ i- [2- (6-p« >^v-3-ii*uv^;v) -i--7aL^;v-i 

[0 2 6 9] 



['ft? 7] 
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m7 81 




[0 2 7 0] 

lli&^J4 0 1- [2- (6 -P< h^v-3 v^V) - 1 -"7 1 H 

-'f ^ rv*-;v-4-*;vjK^;v] -4 --><^;vtr^^ v^' (2 8 0mg) 

(5 0m\)mm^. 2, 4 -ex (4-p« -1, 3, 

2, 4-v^Tv5^;^'7ii5'>-2, 4 - v;<.;V7 K (n- V >S^t^, 300 

mg) ^jpx.. 8 5t:-e6^^it^|2tfco ^J^m. KJBmm^^r^^Ln^h 

■Cffi^L^M'ffc'^tr (2 0 5mg, 70. 4%) =SrT^;V7 r;^ ^ LT^/io 
1 H-NMR (300 MHz, CDCI3) 8 \ 2 . 39 (3H, s), 2. 6 
6 (4H, br s) , 3. 91 (3H, s) , 4. 48 (4H, br s) , 
7. 2 5-7. 2 9 (2H, m) , 7. 4 3-7. 4 6 (3H, m) , 7. 5 
3 (IH, dd, J=8. 81, 2. 39Hz) , 7. 88 (IH, s) , 8. 
15 (IH, d, J = l. 84Hz). 
MS (FAB) m/z : 3 9 4 (M+H) +. 
[0 2 7 1] 

[^ifeM2 1] 4- [1- (4-P«f-;V"7i:::^;V) -2- ( 6 - p< ^JV- 3 - e 

V v;v) - 1 H - ^ v-;i/- 4 - * 'j > 

[0 2 7 2] 
l'fk7 9] 



[0 2 7 31 

1<^4- [1- (4-^-^;v'7a^^;v) -2- (6-;>«^;v-3-tf 
-iH--r ^^V-;v-4-:^;V5K>m (2 0 0mg) ( 
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7 9 y« 1 ) t ^fflv^-c> mmm i tmu<7):fjmx-mmit^^ ( 1 1 2 m g, 45 
. 3%) ^mi^tLxmzo 

1 H-NMR (300 MH 2, CDCI3) S : I. 60 (4H, br s) , 
2. 41 (3H. s) , 2. 53 (3H, s) , 3. 80 (4H, br s) , 
7. 06-7. 13 (3H, m) , 7. 2 2-7. 2 6 (2 H, m) , 7. 59 
-7. 63 (IH, m) , 7. 77 (IH, s) , 8. 44 (IH, d, J = 2 
. 0 2Hz) . 

MS (FAB) m/z : 3 6 3 (M+H) +. 
[0 2 7 4] 

[IIMM2 2] 1- [2- (6-^ b^v'-3-tf'; v;V) -l-7cc^;V-l 

H-^ ^ ^V-;v-4-*;v>K^;v] -4-j>{^;v [1, 4] v^r-tVN'v 

[0 2 7 5] 

['fbso] 



[0 2 7 61 

##f!l4<^2- (6-p{ h^v-3-lf';>^;V) - 1 -7 JL — 1 H-^ ^ 
^V-;v-4-*;vsKv^ (3 0 Omg) 1 (152 

;u 1) fct:fflv>T> mMmi tmm<o-^mxmmit^m (2 3 8mg, 59. e 

%) LT#^Co 

1 H-NMR (300 MHz, CDCI3) a : 2. 10 (2H, br s), 
2. 44 (3H, s) , 2. 65-2. 71 (IH, m) , 2. 77-2. 81 

(IH, m) , 2. 8 9-2. 9 3 (IH, m) , 3. 7 7-3. 8 6 (2H, 

m) , 3. 92 (3H, s) , 4. 2 7-4. 3 7 (2 H, m) , 6. 64 (1 

H, d, J = 8. 76Hz) , 7. 2 4-7. 2 7 (2H, m) , 7. 42-7 

. 58 (IH, m) , 7. 75 (IH, d, J = 5. 87Hz) , 8. 17-8 
. 19 (2 H, m) . 

MS (FAB) m/z 13 9 2 (M+H) +. 
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[0 2 7 7] 

[mmm23] i- [2- (6-^ b^v-s-vi"'; v^w -i--7^-;v-i 

[0 2 7 8] 
[^k8 ll 



[0 2 7 9] 

0^m4<O2- (6-^ b^v-S-e'jv^^V) - 1 -7i^;V- 1 H--f 5 
^,/_;V_4_5F,;v,i?>g» (3 0 0mg) fc##^?ljl 3<^l-^^;V^^-^?-li K 
oev^v^V (1 5 3mg) t^fflv>T. HM^l i:l^il<^:^S'C^mi:'g'l& ( 
3 3 1mg, 86%) ^mi^tLXntZo 

iH-NMR (300 MHz, CDCI3) d : I. 74-1. 84 (4H, m 
) , 2. 37 (3H, s) , 2. 75 (2H, t, J = 5. 69Hz) , 3. 7 
8 (IH, br s) , 3. 91 (3H, s) , 7. 2 3-7. 2 6 (2H, m 
), 7. 42-7. 54 (3H, m). 7. 57 (IH, dd, J=8. 81, 
2. 39Hz), 7. 77 (IH, s) , 8. 17 (IH, t, J = l. 84H 
z) . 

MS (FAB) mXz 1 3 7 8 (M+H) +. 
[0 2 8 0] 

mmm2A'\ i- [2- (6-p< b^v-3-t:'';v^;v) -i--7ai-;v-i 

[0 2 8 11 




[<b8 2) 




[0 2 8 2] 
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^-v : 141/ 



^^m4<D2- (6 -tf'J v^;V) - 1 - "7 1 H-W" ^ 
^V-;V-4-:^;V'-K>^ (4 0 0mg) 1 4 <7) 1 - ^ K 

neuryv (2 0 4mg) ii^fflV/^T, 1 t l^#<^:^ii 'CM'fb'^!^ ( 

212m g, 41. 2%) *@#tL-C#^Co 

1 H-NMR (300 MHz, CDCI3) 8 : I. 39-1. 43 (IH, m 
), 1. 70-1. 79 (IH. m), 1. 97-2. 02 (IH, m), 2. 
75 (3H, s) , 2. 8 7-2. 9 2 (IH, m) , 3. 09-3. 18 (1 
H, m) , 3. 89 (3H, s) , 4. 5 2-4. 5 7 (IH, m) , 6. 66 

(IH, d, J=8. 63Hz) , 7. 2 5-7. 2 7 (2 H, m) , 7. 43 
-7. 48 (3H, m) , 7. 82 (IH, d, J = 8. 63Hz) , 7. 95 

(IH, s) , 8. 09 (IH, d, 3 = 2. 2Hz) . 
MS (FAB) m/z *. 3 7 8 (M+H) +. 
[0 2 8 31 

[^ife^^2 5] 1- (4, 5-v7ai^;w:*-^-9-V-;v-2-:^7;vjK^;i/) -4 
[0 2 8 4] 



[0 2 8 5] 

1) mm^t^m 

##f?fli 704, 5->^7i-;i/:t^-9-V-;v-2-*;v5j?>^a:.f-;va^x-r 
^V- (2 0 0mg) <01^-;^^)V\£^9-J> (2ml) mmz. 8 0t:-e3. 5^ 

mmit^m (i7 6mg, 74%) ^mmatLxntio 

1 H-NMR (4 0 OMHz, CDCI3) d : 2. 33 (3H, s), 2. 5 
1 (4H, t, J=4. 7Hz) , 3. 85 (2H, t, J = 4. 7Hz) , 4 



[^b8 3] 
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. 29 (2H. t, J=4. 7Hz) , 7. 3 3- 7. 4 0 (6H, m) , 7. 
6 4-7. 6 7 (4H, m) . 



2) ^M'fb-^tKT^mi^m 

±fBl- (4, 5-v-7i^;v;a-^-9-V-;v-2-:^;V'-K^>'V) -4-^^;v 
tf^^v^^ (17 3mg) cOJ^^y-;^ (2ml) mWii^. Mza-ClMJ^m-^ 

(0. 5 5ml) ^Mx.znmtmLfzo mBwn^j^—T)^^m^ 

> ^CyJiS'^^itflJim. ^^L^M^b'^JiJ (16 8mg, 8 6%) =l:@#fc LT 
MS (E I) m/z : 3 4 7 (M + ) . 

TC^^^: C2 1H2 1N3O2 • 1. OHCl'O. 5H20i:L-r 

3®^m:C, 64. 20; H, 5. 90 ;N. 10. 70; CI, 9. 02. 

mmW.C, 64. 26; H, 5. 88; N, 10. 75;C1, 9. 11. 
[0 2 8 6] 

[mmm2 e] i- [4- (6-p« h^v-3-tfu>^;v) -5- (3-\£vz^ 

;v) 2 -^^/^vsi^'^^v] — 4-;^f-;i'tf^^>^> 

[0 2 8 7] 
[<k8 4l 



[0 2 8 8] 

##^ji504- (6 h^v-3 -vf; v;v) -5- (3-e';vf;v) :^ 

^'^^/—)V-2-'^)i^^yW.^'f-}^^^y^}^ (0. 2 5 g) <7)N-;^-^;Hi°^7 
i^y (2ml) ^?g^8 0X:-e2^^4^m^L^c:o ^J^^i:. l&^P^mTK^"^ b 'J 



MS (EI) m/z : 3 4 7 (M+) . 



MeO N 
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(0. ig, 3 4%) ^m^tLxntio 

iH-NMR (400MHz, CDCI3) 5:2. 35 (3H, s), 2. 5 
3 (4H. br s) , 3. 87 (2H, br s) , 3. 98 (3H, s) , 
4. 27 (2H, br s) , 6. 81 (IH. d, J=8. 8Hz) , 7. 3 
6 (IH, dd, J = 7. 8, 4. 7Hz) , 7. 80 (IH, dd, J=8. 
6, 2. 5Hz) , 7. 98 (IH. d, J = 8. OHz) , 8. 45 (IH, 
s), 8. 6 3 (1H, d. J = 4. 7Hz), 8. 89 (IH, s).MS ( 
E I) m/z : 3 8 0 (M+) . 
7tm^^ :C20H2lN5O3h LX. 

m^m:C, 63. 31; H, 5. 45; N, 18. 46. 

Mmm:C, 63. 00; H, 5. 52; N, 18. 24. 
[0 2 8 9] 

[m»J2 7] 1- [5- (4-7;i'*n-7i^;V) -4- (3-tfVv;v) t 
[0 2 9 01 

ms 51 



[0 2 9 11 

1) ^m-^t^ 

##|?!|1605- (4-7;v^n7i-;V') -4- (3-i:f';vJV) ^^-^-V 
-)V-2-:A)V^>'mJ^'^>^^^'r)l^ (0. 2 1 g) fcN-;'i^;VV^-^7 ( 
2ml) %fflv^T. ^MM2 6^l^#co:fir^-e^M^b'&2^ (0. 2 1 g, 8 5% 

iH-NMR (4 0 OMHz, CDCI3) $12. 35 (3H, s), 2. 5 
3 (4H, t, J = 5. IHz) , 3. 86 (2H, br s) , 4. 28 (2 
H, br s) , 7. 11 (2H, t, J=8. 6Hz) , 7. 35 (IH, d 
d, J=8. 0, 4. 9Hz) , 7. 6 2-7. 6 6 (2H, m) , 7. 94 ( 
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IH, d, J = 8. OHz) , 8. 61 (IH, d, J=3. 2Hz) . 8. 
8 8 (IH, d, J = 2. 2Hz) . 

2) mmit^<r>^MM 

±151- [5- (4--7;v:^-n'7i-;v) -4- (3-e'Jv*;v) ^t^-^-V'- 
;v-2-5t/;i/'-K-;v] -4-^^;m°^^v> (O. 2 l g) «rfflv^-c. ^*fel?0 

2 5<7)2) tMm(oij^x-mm^t'km<om.mM. in omg, 6?%) 

iH-NMR (4 0 0MHz, DMSO-de) * *- 2. 82 (3H, s) , 3 
. 53 (4H, m) , 4. 57-4. 61 (2H, m) , 5. 11-5. 15 ( 
2H, m) , 7. 40 (2H, t, J = 8. 8Hz) , 7. 61 (IH, m) , 
7. 67-7. 70 (2H, m), 8. 11 (IH, m), 8. 68 (IH, s 
) , 8. 8 7 (1 H, s) . 
MS (FAB) m/z : 3 6 7 (M+H) +. 

%m^^: C20H19 FN 402-2 HC 1-1. 5H20i:fC> 

m^m-.c. 5 1. 5 1 ;h, 5. 19 ;n, 12. 0 1 ;f, 4. 07; 

CI, 15. 20. 

mm: c, 5 1. 8 3 ; h, 5. 1 0 ; N, i i. 9 9 ; F, 4. 1 1 ; c 

1 , 15. 0 1. 

[0 2 9 2] 

[^»J2 8] 4- [2- (6-P< b^'>-3-e'; v^;V) -l-Ti^^V-l 
5 ^y_;^_4_5l;;l,j}f-;V] [l, 4] :t^-9-bVN°> 

[0 2 9 3] 



[0 2 9 4] 

##'^J4<7)2- (6-P« h^v-3-li'U>^JV) - 1 -7i-;V- 1 H-^ ^ 
^y»_;V_4_5!7;V;}e>^ (3 5 Omg) h 1 9 O [1, 4] t^^-^^^ 



[its 6] 
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> (2 0 6mg) ^fflv^T, mmi^l tmm(0-^^'Cmm^t^^ (341mg. 

7 6%) ^mi^t Lxm^o 

iH-NMR (300 MHz, CDCI3) S I 2. 05-2. 17 (2H, m 
) , 3. 8 2-3. 8 6 (5H, m) , 3. 91 (3H, s) , 3. 94-3. 
97 (IH, m) , 4. 3 4-4. 4 0 (2 H, m) , 6. 64 (IH, dd, 
J = 8. 81, 0. 73Hz), 7. 26-7. 27 (2 H, m), 7. 43- 
7. 47 (3H, m) , 7. 54 (IH, d, J = 8. 26Hz) , 7. 78 ( 
IH, s) , 8. 17 (IH, d, J=6. 42Hz) . 
MS (FAB) m/z : 3 7 9 (M+H) +. 
10 2 9 5] 

[^»J2 9] 1- [2- (6-p{ b^~>-3-trV v^;W -l-7a^-;V-l 

H-'f ^ ^v-;v-4-*;^'i^^;v] -3-^^y\^^9-J> 

10 2 9 6] 



[0 2 9 71 

.##M4<^2- (6-p{ h^'>-3-t'';>^;V) - 1 -•7ai-;V- 1 H-^ ^ 
rV-;l'-4-55;;V>K>S| (4 4 2mg) t\£^'^Z^>-2-:i-> (15 0mg 

) =^fflv^T. mmmi tmm<7)-j3^x-mmit^m (4 6 img. si. 6%) ^ 

1 H-NMR (3 0 OMHz, CDCI3) 5:3. 54(2 H, br s), 

3. 91 (3H, s) , 4. 00 (IH, br s) , 4. 45 (IH, br 

s),4. 70(1H, br s).5. 12(1H. br s),6. 66( 

IH, d, J = 8. 81Hz) , 7. 2 4-7. 2 7 (3H, m) , 7. 44- 

7. 48 (3H, m) , 7. 81 (IH, s) , 8. 13 (IH, br s) . 
MS (FAB) mXz ! 3 7 8 (M+H) +. 
[0 2 9 81 



UtS 71 
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mmmso'] i- [2- (6-p« b^v-s-i^*^; v^v) -i-^^-;!^-! 

H - ^ 5 3f >/-;v_ 4 _ ;v:^'j:.;i/] - 4 - 3 - :t ^ V ^ V > 

[0 2 9 9] 



[0 3 0 0] 

##^f!J4<7)2- (6 h^v- 3 v^^'^) - 1 1 H- ^ ^ 



-2-:^-Vhi;7;V:^-ng^Mj^ (4 2 5mg) ^trfflv^T. HJfefRl 1 i:|W|^<^):^^ 
•C^m^b-^t^ (4 4 8mg, 6 7. 7%) LT^/co 
1 H-NMR (3 0 OMHz, CDCI3) 813. 03 (3H, s), 3. 4 
9 (2H, br s) , 3. 9 1 (3H, s) . 4. 02 (IH, br s) , 
4. 43 (IH, br s) , 4. 71 (IH, br s) , 5. 07 (IH, 
s) , 6. 66 (IH, d, J=8. 63Hz) , 7. 2 4-7. 2 6 (2H, 
m) , 7, 4 5-7. 4 8 (3 H, m) , 7. 67 (IH, br s) , 7. 7 
9 (1 H, s) , 8. 1 1 (1 H, b r s) . 
MS (FAB) m/z : 3 9 2 (M+H) +. 
[0 3 0 11- 

[^ifeM3i] 1- [1- (4 -2- (6-p(^;v-3-e 
- 1 H-^ ^ t5^V--'v-4-*;^5K'=^;i^] -3-:^-^vii*^7>^^ 

[0 3 0 2] 
[<b8 9] 



[0 3 0 3] 

##^jii<^i- (4-^^;v7i^;i/) -2- (6 -p<f-;i'-3 -tf'J v^v 




^V-;v-4-?!7;U'-K>'^ (5 0 0mg) 3 8 <^ 1 - p« -f-^H:^*^^ v > 
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# 



) -iji-^ 4-iJ)l^^rym (4 3 9m g) t tf^^ vV- 2 

> (15 0mg) *fflv>r> ^ife^l ^:|ff|#o:^jiT'^M<b'B-tl (6 0 3mg, 
5cS6«l) tr^y^io 

1 H-NMR (300 MHz, CDCI3) d : 2 . 41 (3H, s), 2. 5 
4 (3H, s) , 3. 55 (2H, br s) , 4. 01 (IH. br s) , 
4. 45 (IH, br s) , 4. 70 (IH, br s) , 5. 13 (IH, 
br s) , 7. 08-7. 14 (3H, m) , 7. 2 3-7. 2 8 (3H, m 
) , 7. 8 0 (IH. s) , 8. 3 8 (IH, m) . 
MS (FAB) m/z 13 7 6 (M+H) +. 
[0 3 0 4] 

[^ifeM3 2] 1- [1- (4-^f-;v'7ji^;v) -2- (6-p{^;v-3-e 
Uv^^v) - 1 H-'f 5 ^V'-;v-4-5&;V'"K-;i'] -4-p<^;v-3-:t^vtf 

[0 3 0 5] 

m9 0] 



[0 3 0 61 

3 1 <o 1 - [1- (4-^^;v"7i^;v) -2- (6-^^;v-3-tr 
V'J^JV) - 1 H--f 5 rv-;i^-4 -3-^^v^^^-J> (5 

0 Omg) ON, N-vp^f-^V^^il'-ivT^ K (15ml) ^^KlC, tKJ^TC 0 % 
TK^'fk-^-bV'^A (63. 9mg) ^tDx. 1 O^Wfil^^Ly;:o ^^1011^3 •i^'fb^ 

(1 2 4;£/ 1) 'Srinx.lNFraSi^tTto RJ5>tetl'7K.i:I^m-3^-^;V«rijnx.^?g[ 

(283m g^ 54. 6%) ^mi^tLX^-^^o 

1 H-NMR (300 MHz, CDCI3) ^12. 41 (3H, s), 2. 5 




ffiiiE#2 004-3045104 




#M 2 0 0 3- 1 1 5 2 0 4 ^- v : 148/ 

4 (3H, s) , 3. 03 (3H, s) , 3. 50 (2H, br s) , 4. 0 
2(1H. br s),4.42(lH, br s),4.71(lH, br 
s) , 5. 07 (IH, br s) , 7. 08-7. 13 (3H, m) , 7. 2 
3-7. 2 7 (3H, m) , 7. 7 8 (1 H, s) , 8. 3 6 (1 H, m) . 
MS (FAB) m/z 13 9 0 (M+H) +. 
[0 3 0 71 

immnss] i- [i- (e-^ h^v-3-tf'; -5-7ai-;v-i 

H- [1, 2, 4] > rv-;v-3 -4-p<^;vtf^^v'>J^ 



[0 3 0 8] 
iit9 1] 



MeO'^N -HCI 

[0 3 0 9] 

3(D1- h^v-3-li'U>^;v) - 5-"7i-;V- 1 H- [ 

1, 2, 4] h u Tv*-;v-3-:*;V'5K>^ (1 5 Omg) . h ';^f-;vr^ :^ 

(1 0 7// 1) . N-^^;l/e^7v^> (6 8// 1) > Rr/l-"^ Kn^v^> 
VhVTV-;i' (9 0mg) ON, N-S^p« •^;V^;VAT ^ K (4ml) ^f^ld 
. OTC-ei -^^;v-3- (3-v^^"?-;VT5y7'nt?;l/) :*;VjK>^W' ^ KJ^@^ 
(1 2 7mg) ^tnx.. 3. 5B#TO#tf^o ^JS?^tC7Ki:i^m>:i^^ 

(4ml) Kmmi^. ovx-iM^^m.-j^^ y -f^mm. (o. eim 
1) ^im^i o^mmwLfzo mmmii^^mL^k. ^^Lmmit^^ d o im 

g, 4 8%) Sr#7to 

iH-NMR (4 0 0MHz, DMSO-de) S I 2. 77 (3H, s) , 3 
. 12 (2H, br m) , 3. 2 5-3. 6 5 (4H, br m) , 3. 90 
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^-v^: 149/ 



# 



(3H, s) , 4. 58 (2H, br m) , 7. 00 (IH, d, J = 8. 8 
Hz) , 7. 43-7. 51 (5H, m) , 7. 86 (IH, dd, J = 8. 8 
, 2. 7Hz) , 8. 31 (IH, d, J = 2. 7Hz) , 11. 30 (IH, 
b r s) . 

LC-MSm/z : 3 7 9 (M+H) +. 
Ttm^^: C20H22N6O2-HCli:tT. 

ai^^ilC, 57. 90;H, 5. 59; N, 20. 26;C1, 8. 55. 

mmmic, 57. 72; h, 5. 6o;n, 20. 04; ci, 8. 27. 
10 3 1 0] 

[^i&fa|3 4] 1- [5- (4-"7;i/:tn'7i^;V) -1- (6-P<h^v-3 
-\£VZ^)l^) - IH- [1, 2, 4] h')TV-}V-3-iJ)l^^'^)l''i -4-^ 

[0 3 11] 
I'fb9 2] 



[0 3 12] 

##^?fl2 405- (4 -'7;V^n7i^;V) -1- (6 h ^i^- 3 -tf 
- IH- [1, 2, 4] VVrV-)V-3--^)^^ym. (2 0 0mg) t 

(85/ui) ^fflv^-c, ^»J3 3 i:|wi;lio:^^-e^S'fb 

'^ty(219mg, 79%) ^mi^tLXmzo 

Ih-NMR (4 0 0MHz, DMSO-de) * : 2. 77 (3H, s) , 3 
. 13 (2H, br m) , 3. 2 5-3. 6 5 (4H, br m) , 3. 90 
(3H, s) , 4. 57 (2H, br m) , 6. 9 9 (IH, d, J = 8. 8 
Hz) , 7. 31 (2H, t, J=8. 6Hz) , 7. 56 (2H, d d, J = 
8. 8, 5. 6Hz) , 7. 86 (IH, dt, J = 8. 8, 1. 3Hz) , 8 
. 32 (IH, d, J = 2. 5Hz), 11. .17 (IH, br .s). 



MeO N 
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^-y. 150/ 



MS (FAB) m/z : 3 9 7 (M+H) +. 
[0 3 13] 

[^ife^3 5] 1- [1- {6-^h^i^-3-\£W)\^) -5-7:c-;V-l 
H- [1, 2. 4] > 'jTV-;i'-3-*;V'-K^;V'] -4-v^n-/nt?;we^ 

10 3 14] 
l'fk9 3l 



[0 3 15] 

##|?|J2 301- (6-;^ h^v-3-tf'; v;v) - 5 -"7 1 H- [ 
1, 2, 4] h l;TV*-;^-3-:*;^?^*>^ (1 5 Omg) i:##^J3 30N- 
vj^n7'ntf;Hf^9v>:^mJ^ (1 1 2mg) ii^ffiv^T. ^M^J 1 t H^ltO 
■^^-cm-Mit"^ (1 6 5 m g, 8 8%) t:mi¥t LXntZo 
iH-NMR (4 0 0MHz, CDCI3) ^:0. 42-0. 51 (4H, m 
) , 2. 6 8-2. 7 3 (4H, m) , 3. 82 (2H, m) , 3 . 9 1 (2H 
, m) , 3. 98 (3H, s) , 6. 81 (IH, d, J = 9. OHz) , 7. 
3 9 (2H, m) . 7. 4 4 (IH, m) , 7. 5 2 (2H, m) , 7. 6 1 ( 
IH, d d, J =8. 8, 2. 7Hz) . 
MS (EI) m/z : 4 0 4 (M + ) . 
Jtm^m :C22H24N6O2-0. 25H20i: LT> 
ai&lfilC, 64. 61;H, 6. 04 ;N, 20. 54. 

mmmic, 64. 47; h, 5. 96 ;n, 20. 4o. 

[0 3 16] 

[mmmse] 1- [5- (6-p« h^'>-3-e';>^;v) -i->'i-;i'-i 

H- [1, 2, 4] hi;TV-;v-3-*;V'i^-^V] -4-^^;Hi'^7V>:^ 
[0 3 17] 
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^-v* : 151/ 



Hk9 4] 




[0 3 18] 

##t?IJ2 5<^5- (6 h^v-3-ei; - 1 1 H- [ 

1, 2, 4] hi;TV-;V-3-*;V^'^M (1 5 Omg) tN-^^)l^}^^7 
v> (6 8yu 1) «:fflv^r. ^i&M3 3 tmm<r>yfm'^mmit'^'^ d 4 Omg 
, 6 6%) ^m^t Lxntzo 

iH-NMR (400 MHz, DMSO-de) ^:2. 75 (3H, s), 3 
. 17 (2H, br m) , 3. 2 5-3. 4 5 (4H, br m) , 3. 87 
(3H, s) , 4. 57 (2H, br m) . 6. 89 (IH, d, J = 8. 8 
Hz) , 7. 51-7. 53 (2H, m) , 7. 5 6-7. 5 8 (2H, m) , 
7. 72 (IH, dd, J = 8. 8, 2. 5Hz) , 8. 25 (IH, d, J = 

2. 2Hz) , 1 0. 8 9 (IH, b r s) . 
MS (ES I) m/'z : 3 7 9 (M+H) +. 
7tm^^: C20H22N6O2 - HCI • H2 0t LT. 

a^iit:C, 55. 49; H, 5. 82; N, 19. 4i;Cl, 8. 19. 

mmmic, 55. 35; h, 5. 72 ;n, 19. 22:01, 8. 02. 

[0 3 191 

[mmM37] I- [1- (6-^ h^v-3-b°i; -5- (4-^^;v 
7ai^;W -IH- [1, 2, 4] b';rv-;v-3-:<?;i'jK-;v] -4-p«^ 

[0 3 2 0] 
Ut9 5] 




miiE#2 004-3045104 



#^2 003-115204 



^-i^ : 152/ 



[0 3 2 1] 

##f?ij2 6<Di- (6-^ b^v-3-e'; v;v) -5- (4-^^^^^^- 

;v) -IH- [1, 2, 4] bUTV^--'V-3-*;V5K>^ (1 5 Omg) i:N 
-^^;vtr^9v> (6 4yt£ 1) S:fflv^'C> HiSfRI 3 3 ll^O:^^'C^@<l:'& 

ti (i6 7mg, 8 1%) ^m^tLxnrzo 

iH-NMR (4 0 0MHz, DMSO-de) S 12. 33 (3H, s) , 2 
. 76 (3H, s) , 3. 14 (2H. br m) . 3. 2 5-3. 6 5 (4H 
. br m) , 3. 91 (3H, s) , 4. 57 (2H, br m) , 7. 00 
(IH, d, J = 8. 8Hz) , 7. 26 (2H, d, J = 8. IHz) , 7. 
39 (IH, d. J=8. 3Hz) , 7. 86 (IH, d d, J=8. 8, 2. 
7Hz), 8. 31 (IH, d, J=2. 7Hz), ll. 01 (IH, br 
s) . 

MS (E S I) m/z : 3 9 3 (M+H) +. 
Jtm^^: C2lH24N602-HCli:LT. 

m^miC, 58. 81;H, 5. 87;N. 19. 59;C1, 8. 27. 

mmm:c, 5 8. 4 7 ;h, 5. 89;N, 19. 28;C1, 8. 19. 
[0 3 2 2] 

immmss] 1- [5- (e-^ h^v-3-e';'>^;i') -1- (4-^5^^v 

_1H- [1, 2, 4] y^)TV-)V-3-'^)i'^^)^'] -4-pf^ 

[0 3 2 3] 
Ut9 6] 



[0 3 2 4] 

##-^02 705- (6-^ b^i^-3-eUv^;V) -1- (4-P«^;V"7i- 
)V) - IH- [1, 2, 4] Y^)r^/'-)\^-S-iJ)^^>M il 5 Omg) tN 

(6 4// 1) =^fflv^T> mrnms 3 tnu<oi]mx-m.m^t^ 
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% (148mg, 7 2%) ^mi^tLXntZo 
iH-NMR (4 0 0MHz, DMSO-de) S : 2 . 40 (3H. s) , 2 
. 77 (3H, s) , 3. 15-3. 45 (4H, br m) , 3. 37 (2H 
, br m) , 3. 87 (3H, s) , 4. 59 (2H, br m) , 6. 89 
(IH, d, J = 8. 5Hz) , 7. 35-7. 41 (4H, m) , 7. 73 ( 
IH, dd, J = 8. 8, 2. 4Hz) , 8. 26 (IH, d, J = 2. 5Hz 
) , 1 1. 3 8 (IH, b r s) . 
LC-MSm/z : 3 9 3 (M+H) +. 
Ttm^^ :C2lH24N602 ' HC I t LT, 
mWsW.C, 58. 81; H, 5. 87; N, 19. 59. 
HaaiilC, 5 8. 6 6 ; H, 5. 9 1 ; N, 19. 2 8. 
[0 3 2 5] 

[*WJ3 9] 1- [1- (6 h^>'-3-l:fi; -5- (4-^^;V 

•7j^-;i/) -IH- [1, 2, 4] h u TV-;w-3-:^;v4^'-;v] -3-i^^ 

[0 3 2 61 

Ut9 7] 



[0 3 2 7] 

##^?!)2 6<^1- (6-p« h^v-3-trV v-'l') -5- (4 -p{-^;V7a^^ 

;v) - IH- [1, 2, 4] b';T^/~;v-3-*;i"i?vm (1 0 Omg) fc# 

#|?fl3 4 03-v>{^;VT^ /T-lf^>^>J^mJ^ (6 6mg) fc^fflV^T^ 

m 1 1 mm(o:^m'c-mmit^m ( 9 e m g , e 1 %) ^mi^t Lxm^o 

iH-NMR (4 00 MHz, CDCI3) a : 2 . 2 2 (6H, s), 2. 3 

7 (3H, s) , 3. 17 (IH, m) , 3. 98 (3H, s) , 4. 10 (1 

H, dd, J = 10. 6, 5. 9Hz) , 4. 28 (IH, m) , 4. 48 (1 

H, dd, J = 10. 5, 5. 9Hz) , 4. 71 (IH, m) , 6. 80 (1 
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H, dd, J=8. 8, 0. 5Hz) . 7. 17 (2H, d, J = 8. 8Hz) 
, 7. 41 (2H, dd, J=6. 9, 1. 76Hz) , 7. 58 (IH. dd 
, J = 8. 8, 2. 7Hz) , 8. 18 (1 H, d, J = 0. 5Hz) . 
MS (ES I) m/z : 3 9 3 (M+H) +. 
Ttm^m : C 2 1 H 2 4 N 6 O 2 ^ tr. 

m.mm:c, 6 4. 27 ;h, e. 16 ;n, 21. 41. 
mmm:c, 63. 92; h, e. 16;n, 21. 21. 

10 3 2 81 

[Ilife^4 0] 1- [5- is-yjv-tu-A-^^j^^y:^^}^) -1- (6- 

^ h^v-3-t:*'Jv^;V) -IH- [1, 2, 4] h U T V^-;V- 3 
;v] -4-;>«^;vtf'^9':^>' 

[0 3 2 9] 
Hb9 8] 



[0 3 3 0] 

^^mZ7(D5- (3-7;V:^-n-4-^-f-;V7i-;^) -1- (6-^h^ 

v'-s-eijy;^) -IH- [1, 2, 4] h VTV-;v-3-*;v>K>m (1 

5 0mg) i:N-^f-;H::°^^v> (61yul) ^rfflv^T. mM^il tmU<^-^ 
m-cmm^t'^'^ d 4 5mg,' 7 7%) tT#fCo 
1 H-NMR (400 MHz, CDCI3) ^:2. 29 (3H, s). 2. 3 
5 (3H, s) , 2. 5 0-2. 5 4 (4H, br m) , 3. 88 (2H, m 
) . 3. 95 (2H, m) , 3. 99 (3H. s) , 6. 83 (IH, dd, J 
= 8. 8, 0. 7Hz) , 7. 16 (IH, s) , 7. 16-7. 24 (2H, 
m) , 7. 60 (IH, dd, J=8. 8, 2. 7Hz) , 8. 17 (IH, d 
d, J =8. 8, 0. 7H z) . 
MS (ES I) m/z : 4 1 1 (M+H) +. 



F 



MeO N 
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7tm^^: C2 lH2 3FN602fctr. 
m^m:c, 61. 45;H,.5. 6 5 ; N, 2 0. 4 8;F, 4. 63. 
^mmiC, 6 1. 0 7 ; H, 5. 6 5 ;N, 2 0. 1 6 ; F, 4. 5 3. 
[0 3 3 1] 

[mmm4:i] i- [i- (4-p<f-;v7j^^;v) -5- (6-^-^;v-3-e 
Vv-'i') -IH- [1, 2, 4] h'JTv*-;v-3-:«;;i/'i^*^;V'] -4-^^;w 

[0 3 3 2] 

l'ffc9 9] 



[0 3 3 3] 

##^2 8oi- (4-p«^;v7i— ;v) -5- (6 -^-f-;!^- 3 -tf; v^^V 
) -IH- [1, 2, 4] VVrV-)\^-3-:^)i^:^>m^^J^^^-r)V' (10 
Omg) ON-^f^;^'^^-:^^ (3 5 8/< 1) ^l&=Sr8 OrT'2. 5^K^t# 

(4ml) K^mX.. OX^-^ll^^^m-^^ ^ -J^^Wi (7 0 4// 1 

) s:inx.i o5^mw^\.fzo mBmm^mErfm^\^^m.it^m (i 1 3mg, 

7 9%) 'SrH^h LTt#/Co 

1 H-NMR (4 0 0 MHz, DMSO-d 5) ^:2. 39 (3H, s), 2 
. 53 (3H, s) , 2. 79 (3H, d, J = 9. 6Hz) . 3. 12 (2H 
, m) , 3. 36 (IH, m) , 3. 45 (IH, d, J = 12. OHz) , 3 
. 51 (IH, d, J = 12. OHz) . 3. 68 (IH, m) , 4. 61 (2 

H, m) , 7. 3 4-7. 4 4 (5H, m) , 7 . 8 1 (IH, dd, J=8. 

I, 2. 2Hz) , 8. 56 (IH, d, J = l. 9Hz), 11. 22 (IH 
, b r s) . 

MS (ES I) m/z : 3 7 7 (M + H) +. 
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[0 3 3 4] 

[|IM^J4 2] 4- [1- (6-^ h^v-3-e'J v;^) —5- (4-^^;^ 

•7i-;i/) -IH- [1, 2, 4] biJTV-;i/-3-*;V'-K^>>^] 

[0 3 3 51 

[-fki 0 0] 



##^^2 60 1- (6-^ h^v-3-li*'; -5- (4 -;<-^;V'7 

;v) -iH- [1, 2, 4] h ';tv'-;v-3-*;v5^*>'^ (1 5 omg) ^-=6 

U > ( 5 0 1 ) ^rfflv^T. ^Jfe^^O 1 |BHt<7)::^^T-^®<b'&t? ( 1 4 8 m 

g, 8 1%) ^mi^tLxn-fzo 

1 H-NMR (400 MHz-, CDCI3) 8 12. 37 (3H, s), 3. 7 
5 (2H, t, J = 4. 9Hz) , 3. 80 (2H, t, J = 5. IHz) , 3 
. 86 (2H, d. J = 5. IHz) , 3. 98 (3H, s) , 4. 02 (2H 
, t, J=4. 9Hz) , 6. 82 (IH, d, J = 9. IHz), 7. 18 ( 
2H, d, J = 8. IHz) , 7. 41 (2H. d, J = 8. IHz) , 7. 5 
9 (IH, dd, J = 8. 8, 2. 7Hz) , 8. 18 (IH, d, J=2. 4 
Hz) . 

MS (ESI) m/z -.3 8 0 (M+H) +. 
[0 3 3 71 

[^ifeM4 3] 7- [1- (6-^ h^v-3-e';v^;v) -5- (4-pi'f-;v 
7ai^;v) - IH- [1, 2, 4] > vrv-^v-s-^jv^'^^v] -4, 7- 

vT-9-*>^t:n [2. 5] 
[0 3 3 81 



MeO N 




[0 3 3 6] 
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[^ki 0 1] 

^ />-"-N NH 

a" ^ 

MeO N 

[0 3 3 9] 

1) mmi\:'^^ 

##'e?!l2 60 1- (6-^ h^'>-3-tr';>^^W -5- (4-^^;V7i^ 
-IH- [1, 2, 4] b'jTV'-^V-S-r^^V'i^'^m (2 5 Omg) fc# 
^mS6<04, 7-vT-if:=^t:°n [2. 5] ^ ^ ^ y^M^ (15 0mg) 
fflv^T. ^M^Jl t|W|;|tO:^i*-e^M'fl:'^J^ (2 5 2mg, 7 7%) ^T^;V7 

iH-NMR (4 00MHz. CDCI3) S : 0. 62-0. 73 (4H, m 
), 2. 37 (3H, s), 3. 01-3. 08 (2H, m), 3. 69and 
3. 75 (2 H, each s),3. 82(1H, t, J=5. lHz),3 
. 92 (IH, t. J = 5. IHz), 3. 98 (3H, s), 6. 80and 
6. 81 (IH, each d. J = 8. 8Hz) , 7. 17 (2H, m) , 7 
. 38-7. 43 (2 H, m), 7. 57and7. 58 (IH, each d 
d, J = 8. 8, 2. 7Hz) , 8. 16and8. 19 (IH, each d 
, J = 2. 7Hz) . 

MS (ESI) m/z : 4 0 5 (M+H) +. 

2) mmit^m<ommM 

±m7- [1- (6-^ h^v-3-e';>^;v) -5- (4-^^;i/"7i-;v 

) _1H- [1, 2, 4] h'JTV-;V-3-*;^'}^--'l'] -4, 7->^T-»fX 
en [2. 5] ^i5^i5^V (lOOmg) v^x.^;V3^-'r ;V (4ml) I'^^I^L 
, lf|.^J^m-^^^->'^^^^ (2 9 7 /z 1) «rOt:r'i]nx.l O^FBrn^L-z^Co 

m^mm'twt.srr^^^. ^mLm.mi\:^^(r>Mm& (7 0mg, 6 4%) 

1 H-NMR (400 MHz, DMSO-de) S : 0. 92 (2H, m), 1 
. 12 (2H, m) , 2. 32 (3H, s) , 3. 22 (4H, m) , 3. 92 



ffiiE#2 004-3045104 



#0 2003-115204 



^->^: 158/ 



(3H, s) , 4. 0 0-4. 2 4 (2 H, m) . 6. 96 (1 H, d. J = 8 
. 8Hz) , 7. 25 (2H, d. J=8. OHz) , 7. 39 (2H, d, J 
= 8. 3Hz) , 7. 82 (IH, d. J = 8. 2Hz) , 8. 27 (IH, s 
) . 

MS (ESI) m/z : 4 0 5 (M+H) +. 
X^^^:C22H24N602 -HCl • 1. 25H20i:Lr. 

mmm-.C, 5 7. 0 2 ;H, 5. 98 ;N, 18. 13 ; CI,. 7. 6 5. 

mmm:c. 57. 16;h, 5. 97;N, 18. 1.3;C1, 7. 59. 
[0 3 4 0] 

mmm4A] 7- [1- (6-^ b^v-3-e';v?;v) -5- (4-^^^;^ 

-7^-;v) _iH- [1, 2, 4] hi;TV'-;v-3-*;i/'-K-;v] -4-^^ 

;V_4^ 7->^T"<f;^lfn [2. 5] t^^^MBM 
10 3 4 11 
mi 0 2] 



[0 3 4 2] 

lliS'e?fl4 307- [1- (6-p« h^v-3-e';i^;v) -5- (4-p(^;v 
•7i-;v) -IH- [1, 2, 4] hUTV-;v-3-:^r;w>K^;v] -4. 7- 

vT-»f;=^trn [2. 5] (14 8mg) (D^^y-)^ (5ml) 'M^^^ 

. vT/TK^^^fk-i^'^m-^-hU't^A (18 6mg) h 3 7 o/o^i^^VA T^Vx*!:! M ( 
2 4 6 a£ 1) ^inx.. ^zat?4NFF^m^t^Co KlS^ii=S:«ffiT@*t#'c>tL/3 

) tciti^L. ox:x-m^-mm-^^ (2 0 0y«i) =Sr]tinx.i o^is 

m^U^Co RiSv#i^^MffiT^*m. ^mLXmm^t^m (5 4mg, 3 2%) 



MeO N 
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1 H-NMR (400 MHz, DMSO-de) S : 0. 93 (2H, m) , 1 
. 20 (2H, m) , 2. 33 (3H, s) . 2. 82 (3H, s) , 3. 29 
(4H, m) . 3. 86 (2H. m) , 3. 92 (3H, s) , 6. 96 (IH 
, d, J = 8. 8Hz) , 7. 25 (2H. d, J=8. IHz) , 7. 38 ( 
2H, m) . 7. 81 (IH, m) , 8. 27 (IH, s) . 
MS (ESI) m/z -.419 (M+H) +. 
[0 3 4 3] 

[*iS^J4 5] 1- [1- (6-p{ h^v-3-t:'; -5- (4-^^;V 

-IH- [1, 2, 4] h ';tV-;v-3-:^;V'-K->'1'] -4-pf^ 
;v - 3 - ^ V e ^ ^ V > 

[0 3 4 41 

Utl 0 31 

10 3 4 51 

##-{^2 601- (6-^ b^v-3-tf'; v;!') -5- (4-^^)^y^^ 
;v) _iH- [1, 2, 4] hi;TV-^V-3-:*;VJK>'m (1 2 4mg) i:# 
#-^33 2 (D 1 - 'Jy- 2 -^>m.m.^ (7 2mg) i:4:fflv^T. ^ 

mmi tmm<0:H^X-mmit'k^ (4 5mg, 28%) 'Sr@#:fcLT^#/io 
1 H-NMR (400 MHz, CDCI3) ^12. 37 (3H, s), 3. 0 
1 a n d 3. 0 4 (3 H, each s),3. 51(2H, m),3. 98( 
3H, s), 4. 08and4. 30 (2H, each m). 4. 47and 
4. 71 (2H, each s), 6. 82 (IH, d, J = 8. 8Hz), 7 
.18 (2H, d, J=8. OHz), 7. 36-7. 4 1(2H, m), 7. 
60 (IH, dd, J = 8. 8, 2. 7Hz) , 8. 18 (IH, d, J=2. 
4Hz) . 

MS (ESI) m/z : 4 0 6 (M+) . 



aiiE# 2004-3045104 



#M 2003-115204 



^-v: 160/ 



[0 3 4 6] 

[mmmAe] i- [i- (6-p« b^v-3-e'; v^;W -5- (4-p<-f-;v 

■7i-;v) -iH- [1, 2, 4] h ';tv-;v-3-*;V'-K^jv] -2, 2- 
p{ ;v - 3 - >^ p« ^ T ^ y T -If ^ i^' 



[0 3 4 7] 
[itl 0 41 




[0 3 4 8] 



##I?IJ2 60 1- (6-;>t h^v-3-vf'; -5- (4-^^;V7i^ 
;V) -IH- [1. 2, 4] hi;rv"-;l'-3-:*;VJK>'m (1 5 Omg) t# 
#1^J3 50 (2, 2-v^f-;VTWv>-3-^;V) >^p< -^^VT ^ ( 

1 1 6mg) t^m^>x. mmms s twim^Dij^x-mm^t^^ d 9 omg. 
8 7%) ^mi^tLxmzo 

iH-NMR (4 0 0MHz, DMSO-de) S : 1. 68 (3H, s) , 1 
. 70 (3H, s) , 2. 32 (3H, s) , 2. 70 (3H, br s) , 2 
. 82 (3H, br s) , 3. 91 (3H, s) , 3. 99 (IH, m) , 4 
. 58 (IH, m) , 4. 80 (IH, t, J = 9. 7Hz) , 6. 99 (IH 
, d, J=8. 8Hz) , 7. 25 (2H, d, J=8. IHz) , 7. 3 9 ( 
2H, d, J = 8. OHz) , 7. 83 (1 H, d d, J=8. 8, 2. 7Hz 
), 8. 31 (IH, d, J=2. 7Hz), 11. 22 (IH, br s). 
MS (ES I) m/z : 4 2 1 (M+H) +. 
7C^^#: C2 3H2 8N602 • HC 1 • 0. 75H20i:LT. 

mmm:c, ss. 72; h, e. 53; n, 17. 86;ci, 7. 54. 

mmW.C, 58. 82; H, 6. 54; N, 17. 80;C1, 7. 46. 
[0 3 4 9] 

imMm^i] 1- [1- (6-^ h^y-3-ifi;>^;v) -5- (4-^^;v 
•7i-;v) - IH- [1, 2, 4] h UTV'-;i'-3-:^?;v.-K^;v] T-fe*^v> 



mm^2 004-3045104 



#M 2003-115204 



^-i^ : 161/ 



-2-*;l/**>Mv^^^^T5 F 
[0 3 5 0] 
mi 0 5] 

^^'^^^;> 

MeO N I 
10 3 5 1] 

##|?!I2 601- (6-^ b^v-3-lfV>?;V) -5- (4-^^;V7i- 
;v) -IH- [1, 2, 4] h'jrv*-;^-3-*;V5^*>'M (1 5 Omg) i:# 
#1^13 0OT-lf-?^v>-2-:^;V>K>mv^^^^T^ K (9 5mg) t^rfflv^T 
. ^ife^Jl a:Rim<^:^^T'^M<k^tr (l 5 8mg, 7 8%) «r@#fct-C#/= 

o 

iH-NMR (4 0 0MHz, DMSO-de) ^'.2. 02and2. 10 ( 
IH, each m) , 2. 32 (3H. s) , 2. 71 (IH, m) , 2 . 7 
8and2. 86(3 H, each s),2. 87and2. 98(3H, e 
ach s).3. 90(3H, s),3. 96and4. 47(1H, eac 
h m), 4. 02 (IH, m), 5. 27and5. 83 (IH, each 
dd, J = 9. 2, 5. 3Hz and 9. 0, 4. 6Hz), 6. 9 7 a n 
d6. 98 (IH, each d, J = l. 9Hz and 9. OHz), 7 
24-7. 39 (4H, m), 7. 75and7. 84 (IH. each d 
d, J = 8. 8, 2. 7Hz and 9. 1, 2. 9Hz), 8. 20and 
8. 28 (IH, each d, J = 2. 7Hz) . 
MS (ES I) m/z -.421 (M+H) +. 
[0 3 5 2] 

[^»J4 8] 1- [1- (6-^ h^v-3-e'; -5- 
-7^-;v) _iH- [1, 2, 4] hiJTV'-;V-3-:^7;V^'--'^] -2-vpi 

[0 3 5 3] 



aiiE# 2004-3045104 
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^-v^ : 162/ 




HCI 

MeO N I 



Hbl 0 6] 

[0 3 5 4] 

m^m26<Dl- (6-^ h^v-3-eu v;V) -5- ( 4 - f-^V--^ 

;v) -iH- [1, 2, 4] >i;tV-;1'-3-*;v**>^ (1 5 Omg) t# 

^-ERIS l<^>2-v^pf^;VT^y p<^;VT-lf^v^>i^^^ (10 8mg) ^«rfflv> 

-c. nmms 3 tmm<D-nm-x^mmit^'^ d s img, 85%) ^mi^t lx 

iH-NMR (4 0 0MHz, DMSO-de) S:2. 24and2. 53 ( 
IH. each m) , 2. 32 (3H, s) , 2. 66 (IH, m ) , 2. 
86 (6H, s) , 3. 40 (IH, d d, J = 13. 0, 5. 6Hz) , 3. 
71 (IH, dd, J = 13. 0, 7. 2Hz) , 3. 90 (3H, s) , 4. 
05and4. 52 (2H, each t, J = 7. 8Hz), 4. 94and 
5. 26 (IH, each t, J = 7. 6Hz), 6. 99 (IH, d, J = 
9. IHz) , 7. 2 4-7. 2 6 (2H, m) , 7. 3 6-7. 4 2 (2 H, 
m) , 7. 83and7. 90 (IH, each dd, J = 8. 8. 2. 7H 
z) , 8. 28and8. 31 (1 H, each d, J = 2. 9 and 2 
. 7Hz) . 

MS (ES I) m/z : 4 0 7 (M+H) +. 
10 3 5 5] 

[|li&M4 9] 1- [1- (6-p^ -5- (6-^^;v-3- 

evv^;v) -IH- [1, 2, 4] b';T^/-;v-3-*;v>i^*-;v] -2. 2- 

10 3 5 6] 



ffiiE# 2004-3045104 



003-115204 



I'fkl 0 71 




MeO 



[0 3 5 7] 



##|?|J2 9<0 1- (4-;^ -5- ( 6 - ^ ^^V- 3 - tf v 

;v) -IH- [1, 2, 4] hi;TV"-;V-3-:*;V'-K>M (4 Omg) h## 
M3 5<^2. 2-i^pif-;V-3-v^^;VT^ >'TW-:^^'Jiam^ (3 1mg) 
fc^fflv^-C. ^ife^^iJl (3 7mg, 6 8%) ^mi^t 



iH-NMR (4 0 0MHz, DMSO-de) ^ * 1- 68 (IH, s) , 1 
. 71 (IH, s) , 2. 13 (6H, s) , 2. 56 (3H. s) , 2. 70 
(IH, t, J = 7. 5Hz) , 3. 85 (3H, s) , 4. 21 (2H, d d 
, J=9. 8, 7. 6Hz) , 4. 59 (2H, d d, J = 9. 8, 7. 8Hz 
) , 6. 9 4-6. 9 7 (2H, m) , 7. 1 5 (IH. d, J=8. 3Hz) 
, 7. 2 6-7. 3 0 (2H, m) , 7. 80 (IH, dd, J = 8. 0, 2. 
IHz) , 8. 5 8 (IH, d, J=2. 2Hz) . 
MS (ESI) m/z : 4 2 1 (M+H) +. 
X^^^: C2 3H2 8N602 • 0. 25H20fcLT. 

mmm:C, 6 5. 0 0 ;H, 6. 76 ;N, 19. 7 7. 

mmm:C, 6 5. 0 6;H, e. 68 ;N, 19. 7 2. 
[0 3 5 8] 

[mmm5o-\ i- [2- (6->< b^i— 3-ei; v;v) -1- (2-^1; 

[0 3 5 9] 
Utl 0 8] 




miE#2 004-30451 
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164/ 



[0 3 6 0] 

m^miS<D2- (6-^ h^v-3-t:'J -1- (2-eUv;i-) - 

1 H--f 5 rV-;V-4-7!7;V'K>M (2 5 Omg) t\£^')z^y ( 1 2 5 // 1 

) b ^-fflv^r, m^m 1 1 mu<oijmx-^mit^^ (204mg, ee. 9%) 

1 H-NMR (300 MHz, CDCI3) 8:1. 55-1. 75 (6H, m 
),3.73(2H, br in),3.93(3H, s),4.11(2H, b 
r m) , 6. 70 (IH, d d, J = 8. 4, 0. 6Hz) , 7. 16 (IH 
, d, J = 8. IHz) , 7. 36 (IH, m) , 7. 65 (IH, dd, J = 
8. 7, 2. 4Hz) , 7. 79 (IH, d d d, J = 8. 1, 8. 1, 1. 8 
Hz) , 7. 90 (IH, s) . 8. 16 (IH, d, J = l. 8Hz) , 8. 
5 5 (1 H, d d, J = 3. 9, 0. 9Hz) . 
MS (FAB) m/z : 3 6 4 (M+H) +. 
[0 3 6 11 

mmm5i] i- [5- (6-^ h^'>-3-e';v;v) -1- (4-p{-^;v 
7ji^;v) -ih- [1, 2, 4] h'jTV-;v-3-*;v^^-'v] -^-^^ 

[0 3 6 2] 
['fkl 0 91 



[0 3 6 31 

##illJ2 7<^5- (6-^ h^'>-3-lf V V;i/) -1- (4-^^-»V"7i- 
;V) -iH- [1, 2, 4] h TV-;v- 3 (1 8 2mg) i:# 
#'e?IJ3 S<D 1 - 2 -^^y ^£^"7 1^^ V') y }\^^^W^BM (2 7 Omg 

) t=£rffiv>T. IIJ&^^l a:|^#<D:^^r*^M<k^tf (1 1 5mg, 4 6%) «r© 

1 H-NMR (400MHz, CDCI3) S 2. 43 (3H, s), 3. 0 




ffiiE#2 004-3045104 



2003-115204 



^~>^ : 165/ 



3 (3H, s) , 3. 48 (2H, t, J = 5. 49Hz) , 3. 95 (3H, 
s) , 4. 08 (IH, t, J = 5. 49Hz), 4. 29 (IH, t, J=5 
. 49Hz), 4. 47 (IH, br), 4. 71 (IH, br), 6. 73 ( 
IH, d, J = 8. 79H2) , 7. 27 (4H, m) , 7. 78 (IH, dd 
. J = 8. 7 9. 2. 4 4Hz), 8. 29 (IH, s) . 
MS (FAB) m/z : 4 0 7 (M+H) +. 
7C^^^: C2 1H2 2N6O3 • 0. 6H20i:L'C> 
31^^:C, 60. 45; H, 5. 60; N, 20. 14. 

mmm:c, so. 21; h, 5. 35; n, 19. 93. 

[0 3 6 41 

[^i&^5 2] 4- [2- (6-pJ b^v-3-t°'; v^;V) -1- {2-\£')i? 
jv) - 1 H - ^ rv'-;^- 4 - * 'j > 

[0 3 6 5] 
mi 1 0] 



[0 3 6 6] 

##f?018O2- (6-:>« h^v-3-tf';'7;v) -1- (2-k?Uv;V) - 
1 H->f ^ rV-;V-4-*;V'K>'m (2 5 Omg) i:'=6;i'.i^'; ^ (118 
1) h^fflV^T. ^Jfe^Jl tl^^O:^^-e^a'fk'^% (2 1 5mg, 5 8.9 

%) ^mi^tLxmzo 

iH-NMR (3 0 0MHz, CDCI3) dlS. 7 0-3. 9 0 (6H, m 
) . 3. 93 (3H, s) , 4. 38 (2H, br m) , 6 . 7 1 (IH, d 
d, J=8. 7. 0. 9Hz) , 7. 16 (IH, d, J = 8. IHz) , 7. 
37 (IH, m) , 7. 62 (IH, dd, J = 8. 7, 2. 4Hz) , 7. 8 
0 (IH, ddd, J=7. 8, 7. 8, 1. 8Hz) , 7. 99 (IH, s) 
, 8. 15 (IH, d. J = l. 8Hz) , 8. 56 (IH, dd, J = 5. 1 
, 1. 2Hz) . 




2004-3045104 
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166/ 



MS (FAB) m/z *. 3 6 6 (M + H) +. 
[0 3 6 7] 

immmss] i- [2- (e-^i >^v-3-e'jv^;v) -1- (2-tfuy 



[0 3 6 9] 

##^i802- (6-^ h^>'-3-ei;>?;v) -1- (2-tr';i^;v) - 

1 H-^ ^ :rv-;^-4-:^^;^5^'>M (2 7 Omg) fc##^J3 8^01-^^^^ 
e^^v>'-2-:i-> 7;V:tDi^m^ (2 2 8mg) t^fflV^T^ ^ WJ 1 

i:|wi#o:i?i*-e^M'fk^tr (i94mg, 54. 3%) ^mi^iiLxm^^o 

iH-NMR (300 MHz, CDCI3) ^:3. 03 (3H. s), 3. 4 
9 (2H, br m) , 3. 93 (3H, s) , 4. 05 (IH, br m) . 
4. 30-4. 70 (2H, br m),5. 02(1H, br m).6. 7 
1 (IH, br d. J=8. 4Hz) , 7. 16 (IH, d, J = 8. IHz 
) , 7. 39 (IH, m) , 7. 64 (IH, m) , 7. 81 (IH, ddd, 
J=8. 4, 8. 4, 2. IHz) , 8. 03 (IH, s) . 8. 15 (IH, 
br m) , 8. 56 (IH, d d, J=4. 8, 0. 9Hz) . 
MS (FAB) m/z : 3 9 3 (M+H) +. 
7C#^#: C2 0H2 0N6O3 • 0. 2 5HOi:tT 

af^-liirc, 60. 52; h, 5. 21; n, 21. 17. 
mmm:c, 60. 56 ;h, 5. 20; n, 20. 93. 

10 3 7 0] 

mmm54] 1- [2- (6-p« >^v'-3-eu>^;v) -1- (4-^^;v 

7i-;i/) - 1 H-^ 5 ^V-;i/-4-:*;vjK-;v] - 4 -p^'^;^- 3 -^t^v 



[0 3 6 8] 



['fbi 1 1] 




l±ilE# 2004-3045104 
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^-i^: 167/ 



[0 3 7 1] 
iitl 1 21 



10 3 7 2] . 

##^J6<^>2- (6-^ h^v-3-e';>^;v) -1- (4-^^;v7i-;v 

) - 1 H-^ ^ ^v*-;v-4 (5 0 Omg) i: 3 8 O 1 - 
•^;ni'^7y>-2-:t>' > V "7;v:i-ni^^j^ (4 0 7mg) fc%fflV>T> 
f?8l i:|W|;m<^:^i*'C^M^I:'^^ (430mg, 65. 4%) trS'^t tT#fco 
1 H-NMR (300MHz, CDCI3) $12. 42 (3H, s), 3. 0 
3 (3H, s) , 3. 50 (2H, br s) . 3. 91 (3H, s) , 4. 1 
6(1H, br s),4. 42(1H, br s),4. 71(1H, br 
s) , 5. 07 (IH, br s) , 6. 67 (IH, d, J = 8. 63Hz) 
, 7. 11-7. 15 (2H, m), 7. 23-7. 27 (2H, m), 7. 6 
1(1 H, br s),7.75(lH, br s),8.13(lH, br 
s) . 

MS (FAB) m/z : 4 0 6 (M+H) +. 
[0 3 7 3] 

imnmssi i- [i- {4-y)i"tny -2- {e-^ y^i^-s 

[0 3 7 41 
[<kl 1 31 




F 



[0 3 7 51 



aiSEilf 2 004-3045104 
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^-v: 168/ 



##^J701- (4 -7;V:rn7 i — ;V) -2- (6 h^i^- 3 >^ 
;V) - 1 H-'f ^ ^V-;V-4 (5 0 Omg) t##'^J3 8(^l- 
^^;Hi'^7i^>-2-:^-> b >; •7;V;^-ni^^i^ (4 0 Img) ^*fflV*T. ^ 

mmi tmm<r>-:H^-cmmit^m (sismg, 78. 3%) =sr@#i:tT#/c 



1 H-NMR (300MHz, CDCI3) a : 3. 03 (3H, s), 3. 4 
7-3. 49 (2H, m) . 3. 92 (3H, s) , 4. 02 (IH, br s 
),4.43(1H. br s).4.68(lH, br s), 5.05(1 
H, br s) , 6. 69 (IH, d, J = 8. 63Hz), 7. 13-7. 2 
0 (2H, m) , 7. 2 2-7. 2 7 (2H, m) , 7. 70 (IH, br s 
) , 7. 7 5 (1 H, s) . 8. 0 9 (1 H, b r s) . 
MS (FAB) mXz : 4 1 0 (M+H) +. 
[0 3 7 6] 

[^ifi^56] (2S) -1- [2- (6-;^ V^^y-3-\£Vi^)i') -1- ( 
2_tfi;i/;v) - 1 H-^ ^ ^^V-;v-4 tfnu>^>-2-:^;;v 

10 3 7 7] 
iitl 1 4] 



[0 3 7 81 

##^«J18<7>2- (6-p< h^'>-3-tf';>^>>V) -1- (2-tf';v';v) - 
1 H-^ 5 a^V-;V-4-*;V'K>^ (3 5 Omg) tL-'fu^) K (1 

6 2mg) t^m^^r^ mmmi tmm(o^^'cm.M^t'k^ (3 8 5mg, 8 3 
. 2%) ^r'e)i^yT:^tLxwfzo 

1 H-NMR (300MHz, CDCI3) ail. 74 (IH, m), 1. 9 
0-2. 25 (3H, m) , 2. 42 (IH, m) , 3. 77 (0. 3 H, m) 
, 3. 91 (0. 4H, m) , 3. 93 (3H, br s) , 4. 25 (IH, 




mU.^ 2004-3045104 
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m) , 4. 87 (0. 5H, m) , 5. 3 5-5. 5 5 (IH, m) , 6. 71 
(IH, dd, J = 8. 7, 0. 6Hz), 7. 15 (IH, m), 7. 38 ( 

IH, m) . 7. 65 (IH, m) , 7. 80 (IH, t, J = 7. 8Hz) . 

8. 05 (0. 5H, m) , 8. 06 (IH, s) , 8. 16 (0. 5H. m) 

, 8. 56 (IH, d, J = 3. 6Hz) . 
[a] d26-73. 8° (c = 0. 24, CHCI3) . 

MS (FAB) m/z : 3 9 3 (M+H) +. 
[0 3 7 9] 

[^ife^J5 7] 1- [2- (6-p« h^v-s-ei; v;v) -1- (2-ei;v^ 
;v) - 1 H - ^ ^ ^ V*- ;v- 4 - 7!; tf u^)-jy 
[0 3 8 0] 

l^ki 1 5] 



[0 3 8 1] 

1 8 o 2 - (6-p« h^~>-3-e'; v^;v) -1- (2-ei;v;^) - 

1 ^ >jfy_;v_4_5t7;V.-K^^ (3 5 Omg) i:tfn';v> (125^/0 

) h =lrfflv^t:. Hife^^a 1 nm.<n-y2^'^^mA\.-^^a (302mg, 73. 3%) 

1 H-NMR (3 0 OMH z, CDCI3) 8 \ \ . 96 (4H, m), 3. 6 
9 (2H, t, J=6. 6Hz) , 3. 93 (3H, s) , 4. 12 (2H, t 
, J = 6. 6Hz) , 6. 70 (IH, d d, J=8. 7, 0. 6Hz) , 7. 
17 (IH, d, J=8. IHz) , 7. 36 (IH, m) , 7. 66 (IH, 
dd, J=8. 7, 2. 4Hz) , 7. 79 (IH, dt, J = 7. 8, 1. 8 
Hz) , 8. 00 (IH, s) , 8. 17 (IH, d, J = l. 8Hz) , 8. 
5 5 (1 H, m) . 

MS (FAB) m/z 13 5 0 (M+H) +. 
[0 3 8 2] 




miEi|# 2004-30451 
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^-v: 170/ 



mmmssi (2s) -i- [2- (6-^ >^v-3-eij v;v) -i-y 

K 

[0 3 8 3] 

Utile] 



[0 3 8 4] 

##M4<^2- h^v-3-t:'J v>'^) - 1 -7 i^;v- 1 H-^ ^ 

^V'-;V-4-*;V5^<^^ (400mg) tL-T'niJ :^T^K (I74mg) 
=&fflv>T> HJiMl fcl^^<^:^&t?^M<k'^!fe (4 5 6mg, 86. 0%) 

1 H-NMR (300 MHz, CDCI3) 8:2. 01 (2H, m), 2. 1 
7 (IH, m), 2. 42 (IH. m), 3. 7 7t3. 89 (IH, each 

m) , 3. 89i:3. 91 (3H, each s) , 4. 30 (IH, m) . 
4. 87fc5. 53 (IH, each m) , 5. 3 9, 5. 5 2, 6. 7 3 t 
7. 13 (2H, each br s), 6. 66 (IH, d, J=8. 63H 
z) , 7. 2 2-7. 2 6 (2H, m) , 7. 4 5-7. 4 8 (3 H, m) , 7 
. 59t7. 68 (IH, each d, J=8. 63Hz), 7. 83 (IH 
, s), 8. 04i:8. 17 (IH, each s). 

[«] d26-94. 3" (c = 0. 2, CHCI3) . 
MS (FAB) m/z 13 9 2 (M+H) +. 
[0 3 8 51 

[mmM59] (2S) -1- [2- (6-p« h^v-3-ev v;V) -1- ( 
4-p{^;v7i^;v) - 1 H--f ^ ^^V--'V-4-:*;i''-^*^;v] ifnvv>-2 

[0 3 8 6] 




mW^2 004-3045104 
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^-v: 171/ 



Hbi 1 7) 




[0 3 8 71 

##'Cf!l602- (6-^ h^v-3-e'; v;i/) -1- (4 

) -iH-'f ^^'/->'V-4-*;i''K>m (4 0 Omg) L -"/n U 5 K 
(16 2mg) =S:fflv^-C. 1 i: |SHtO:^i*-e^M'fb'&-|^ (2 6 2mg, 5 

0. 0%) ^m^t'Lxmfzo 

iH-NMR (300 MHz, CDCI3) 8 : \ . 90-2. 21 (3H, m 
) , 2. 3 5-2. 4 2 (IH, m) . 2. 42 (3H, s) , 3. 72-3. 
9 3 (IH, m) , 3. 9 1 (3H. s) , 4. 2 5-4. 3 3 (1 H, m) , 
4. 87h5. 53 (IH, each br d, J=7. 16Hz), 5. 3 
9^:6. 75(1 H, each br s),6. 67(1H, br d, J = 
8. 4 4Hz) , 7. 11-7. 15 (2H, m) . 7. 2 3-7. 2 6 (2H 
,m),7. 63i:7. 72(1H, each br d, J=8. 44Hz) 
,7. 80(1H, s),8. 04i;8. 17(1H, each s). 

[a] d26-36. 5" (c = 0. 2, CHCI3) . 
MS (FAB) m/z : 4 0 6 (M+H) +. 
[0 3 8 8] 

[^»J6 0] (2S) -1- [1- (4-P^-f-;V-7:i.c:^;V) -2- (6-^f- 
;v-3-eiJv;v) - 1 H-^ ^ ^V-''^-4-:^7;v^'--'V] tfnV':^>'-2- 

[0 3 8 91 
[^bl 1 8] 




[0 3 9 01 
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##^?IJll<7)l- (4-P«^^V'7a:.^;i/) -2- ( 6 ^^V- 3 - V^^V 
) - 1 H--r ^ ^^7~)V- 4 -iJ }V:^:ym (4 0 Omg) tL--f^')yT^V 

(1 7 img) t^m^^r. mmm.i tmm(^:fi^'^mmit^^ is 1 2mg, 

6 2. 1%) LT^iJto 

iH-NMR (3 0 OMHz, CDCI3) ^:i. 90-2. 21 (3H, m 
), 2. 35-2. 42 (IH, m), 2. 41 (3H, s), 2. 53 (3H 
, s), 3. 71-3. 88 (IH, m), 4. 20-4. 32 (IH, m), 
4. 87i:5. 53 (IH, each br d, J = 7. 16Hz), 5. 3 
4h6. 65 (IH, br s), 7. 10-7. 14 (2H, m), 7. 23 
-7. 27(2 H, m), 7. 65^7. 80(1 H, each br d, J 
= 8. 63Hz), 7. 82 (IH, s), 7. 95 (IH, s) , 8. 28t 
8. 45(1H, eachs). 
[«] d26-50. 8° (c = 0. 2. CHCI3). 
MS (FAB) m^z 13 9 0 (M+H) +. 
[0 3 9 1] 

[mmme i] (2s)-i-[5-(6-p^ h^'>-3-tf';i^;^) - 1 - ( 

4 -^^;i/"7 - IH- [1, 2, 4] h VTy-;i'-3-:^?>'i/'-K^;v] 

tfn i; V > - 2 - ^ K 

[0 3 9 2] 
[<bl 1 9] 



[0 3 9 3] 

##M2 705- (6-p{ b^v-3-li°U -1- (4-^^;V7i- 

;V) -IH- [1, 2, 4] h VTV*-;V-3-:*;V'-K;^m (2 4 8mg) 2:L 
-7'ni;VT^K (135mg) =S:fflV^r, ^MM3 3 ^ l^3^(^:^fe'C^M<k'^ 
«^ (18 7mg, 5 7%) ^mi^tLXn^'^o 

1 H-NMR (4 0 OMHz, CDCI3) ail. 88-2. 57 (4H, m 
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) . 2. 42 (3Hxl/5, s) , 2. 43 (3Hx4/5. s) , 3. 83 
-3. 95 (2Hxl/5. m) . 3. 94 (3H, s) , 4. 10-4. 15 
(2Hx4/5, m), 4. 92-4. 96 (lHx4/'5, m), 5. 21- 
5. 25 dHxl/S, m), 5. 31-5. 42 (2Hx4x/5,m), 6 
. 2 5-6. 3 3 (2Hxl/5, m) , 6. 73 (IH, d, J=8. 7Hz 
) , 7. 2 3-7. 3 5 (4H, m) , 7. 79 (IH, d d, J=2. 4, 8 
. 7Hz) , 8. 26 (lHxl/5, d, J = 2. 4Hz), 8. 30 (IH 
x4/5, d, J = 2. 4Hz) . 
[a] D^^-S. 5° (c = 0. 5, MeOH) . 
MS (ESI) mXz : 4 0 7 (M + H) +. 
7C#5^*f: C2 1H2 2N6O3 • 0. 25H20i:LT 
m^m:C, 61. 38; H, 5. 52; N, 20. 45. 
mWm:C, 61. 23 ;H, 5. 25; N, 20. 39. 
[0 3 9 4] 

[^*fe^^62] (2S) -1- [1- (6-^ >^->-3-ey -5- ( 

4-p<f-;v'7a:.-;w) - IH- [1, 2, 4] hiJTV'-;i'-3-*;v^*-;v] 
tf n > - 2 - a K 

[0 3 9 5] 
Mkl 2 0] 



^^m2 6(Dl - (6-^ >^v-3-ll'U':^;V) -5- (4-:?«^;l'"7i^ 
;v) -IH- [1, 2. 4] h V TV-;v-3 -:^;i''i^'>'m (2 4 8mg) L 
-T'nUi^T^K (137mg) ^rfflv^t. 3 i: |W|:mco:&^T-^M^k'a- 

ISj(17 2mg, 5 3%) =£r@#fcL'C#fCo 

iH-NMR (400MHz, CDCI3) $11. 89-2. 25 (3Hx4 
/5 + 4Hxl/5,m), 2. 38 (3H, s), 2. 31-2. 57 (IH 



MeO N 




CONHj 



[0 3 9 6] 
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x4/5, m) , 3. 82-3. 96 (2Hxl/5, m) , 3. 98 (3Hx 
1^5, s) , 3. 99 (3Hx4/5, s). 4. 10-4. 15 (2Hx4 
/5, m) , 4. 9 2-4. 9 6 (lHx4/5. m) , 5. 2 2-5. 2 7 ( 
lHxl//5, m), 5. 31-5. 42 (2Hx4/5, m), 6. 32-6 
. 38 (2Hxl/'5, m). 6. 80-6. 84 (IH, m), 7. 16-7 
. 20 (2H, m) , 7. 3 9-7. 4 4 (2H, m) , 7. 5 0-7. 6 2 ( 
IH. m) , 8.. 16 (lHxl/5, d, J = 2. 7Hz) . 8. 19 (IH 
X 4/5, d, J = 2. 7Hz) . 
[«] 0^5-18. 1* (c = 0. 5, MeOH) . 
MS(ESI)m/z:407 (M+H) +. 
7C^^«f : C2 1H2 2N6O3 • 0. 5H2 0tL-C 
mMW.:C, 60. 71; H, 5. 58; N, 20. 23. 

nmm:c, 6 0. 4 5 ; H, 5. 3 5 ; N, 20. 0 5. 

[0 3 9 71 

Yskm^^UML. 1 8 o.gr^i o^mM'i^Lx^^iSsL/h^m.m (PRP) ^^mi 
fzo ±m<opRF^^mk> T®^i6oog-ei o^mM^t^Lx±.m<D^m./h 
mim (PRP) ^^ifsLLfzo p R p 2 0 0 1 Kmmm^\:^m<omm. 1 1 s: 

fZo JflL/h;K^^^{iP AM- 12c (S S RJ^>>^-TV V^'*) ■km^^XWm.X. 

fzo p p po^^ii^* 1 0 0 %mmmt l. mmmi\:^^<D^mm^^isifhm 

mm^Mit>. I Csoitt^^tBLTto ^m=sr^nc^f o 

[0 3 9 8] 

[i^»J2] iy^ut^iyn--^-! (COX-1) isXXJ^i^^ut^i/Yi- 
— f-2 (COX- 2) PJLW^ffl 

Hi&Wb^l&OCOX- l*3J:t>*COX-2ffi#fgttOil!l5clCti, C a yma 
n Chemical C o m p a n y <^C 0 XlfiWH;^ 'J -^V^r -fe>f 
^yY (:^;^nir#-^5 6 0 1 0 1, 5 6 0 1 2 1) ^fflv^fco 



ffiaE#2 004-3045104 



#02 003-115204 ^-v^ : 175/ 

I 

m^mKEfZ^mmWi. T^^K>m> snci2. EiAmmw.. mm 
mmm. -fuy.^ ^^wv (pg) x^j^v-^^^^ei A^m?^^ vqt.^^) 

-->^T-t^;W3i; >a^;?.X7-'t* (AchE) , h V— 9— (^^^HR 

(1) COX-lt7tfiCOX-2t-J:-5>PGF2 a<^^^ 

^MWk^t? (5 0//M) iSir^^XOX- 1 tf^tiCOX-2 =Jr^tfJR)SfS* 
3 yCT'l O^PHme^> T7^K>^1 0 A* 1 =S:JnxT3 7'CT'2^P^i^eL 
fco RJSmiC 1 N-m^5 0 fi 1 «:ljnx.-CKS«r#Jht7t^. S n C 1 1 

0 0/^1 ^ijQ^-c s^ramza-e^fitysio 

(2) EL I S AlCi^P GF 2 «<^5e* 

^Vtimtt (-^^-^-^tniP G F 2 «*ni#^) 5.0 1 =S:inx.fct^> iffiOP G F 2 « 
m^J^lS?i^^2 0 0 0^§tl#5^L/c'MT^5 0> K Ac hE h V-^J— 5 0 1 
=^M^Snx.-cmia-ei 8^^»St/io ^^M«?^-e#':7^;v=Sr5P^^tTit 
f!l(^Ac hE h V— 9— =S:g^*t^> jc;vvi/ (El Ima n) ^^2 0 0 1 =S: 
mUntfCo 6 O^^Bf^lcS^SL/i^> 4 0 5 nm-e^^Jg=S:il!l^tfCo 

(3) ^»Ki:'^%oiffl#t&i4<^#m 

PGXi?'J-->:/E I A^m?K=S:fflv^r^rifflm=Sr4^^L. ±.%Z(DmtWi-^ 

lb p G F 2 « om&*«:**>/^o ^ifeWk-^J^ 5 0 A£ mz.^\^^ C O X- 1 * 

{±C0X-2O!5aW^=S:#mL7to ^:^«:^1 l-^-fo 

P G F 2 « 1 0 0 % i: t/io 

[0 3 9 9] 
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1^1] 







5 0 fiUiZ^n^ 


5 0 nMiZ:^n^ 








COX-2Efi^f^ 




I Cso (mM) 


m m^%) 


m mm%) 


6 


0. 3 3 


2 8. 4 


2 3.4 


2 5 


0.7 1 


3. 1 


-8. 7 


3 7 


0.2 7 


-3. 2 


-0. 8 


3 8 


0.3 2 


3. 5 


10.7 



[0 4 0 0] 

- 1 is ct CKC O X - 2 T^Co 
[0 4 0 1] 

mt. C O X - 1 is J; C O X - 2 Pl#i-;2> ^ttai^^ti =&Jla/h=|g^*^^JfP 

ffl-Sr^L. ^jflLtt^.m yf'^mi't^m.. mmm. Mm^sLmmm. ax 
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[mm 

mw:^m -m^ (I) 
mi] 




-X— Y 



(I) 
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#Si 2 0 0 3- 1 1 5 2 0 4 v : 1/E 



^Wihm<D^^ #02003-115204 

50 3 00652173 

fi^t SAS^±JS 0 0 9 7 

f^^B ¥^15^ 4B2 2B 

<mMmm • mm^> 
mma} ¥^15^ 4^ 21 B 
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m m A m m m m. 



S!J#-f- [000002831] 
l.^M^v^B 1990^ 8>g28H 

ft ^ ^:^l5*:^EB2^^3Ta 1 4#1 0-^ 



ailE#-i- miE#2 0 0 4 - 3 0 4 5 1 0 4 



